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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical ly acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (l), X and Z 
represent each CH or N; R 1 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 " 8 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 " 8 do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R n represents alkyl, alkenyl, alkynyl or aralkyl. 
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N-[2-^7DD-4-({6-/h + y-7-[2- (1H-1, 2, 3~h 
'JTV-^-l-fjW lh + y]-4-+t7U-iH t+y)7HJl/]-N 
' -7W;H7U7. 
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N-[2-*no-4-( {6-*h*>--7-[3- (1H-1, 2, 3-h 
N ' 

N- (2-7DO-4- {[6-*h*:>-7- 
-4-^±»/'J-;l/]^+^} 7x-JW -N" -7"ne;U-j7^7. 
N-[2-^DD-4-( (6-p< h^v- 7 -[2- (v*5P;U7i=/) Xh 

N-[2-*DO-4-( (6-^ h*->-7-[2- (1H - 1 S^VU 
;W Ih^y]-4-WJ^H ^y)7x-*]-N' - 7>;U-y- 1/7. 

N-[2-i?DD-4-( (6-^h + y-7-[2- (1H-1, 2, 3-h 
U77-;U- 1 -- r;W xh + y]-4-+t , /'J^;H t+y)7x-jl.]-N 

N-[2-^on-4-({6-^h+y-7-[3- (1H-1, 2, 3-h 
VTV~)V- 1— r;W 7'D^y]-4-^ l /'J^H t+y)7i^]- 
N ' -7*5 L ^'7^7, 

N-[2 -7DD-4 -( (6-* h*->-7-[2- (4-^?;Ue^7> J y) 
Ih + y]-4-WJ-JH t+y)7x-^]-N' -T'fJ^L/J, 

N- (2-7DO-4- {[6-* h*v- 7 - (2 -^;U*'J /X h*:» 
-4-^±'/'Jx;U]^v} 7i-JW — N ' -7^-71/7, 

N- (2-70D-4- ([6 -pC h*v- 7 - ( 3 -=E)V* U / 
-4-+^-yiJx;P]^^} 7i3) — N ' 

N-[2-7oo-4-( (6-/h^y-7-[2- (y/W57) xh 

N-[2-7DD-4-( {6-* h + ->-7-[2- (x* 3Ml^7 i /" ) Xh 
+ y]-4-^7U;H t+y)7i-JP]-N' - 7°P fcf;U£ 1/7, 

1 3. N— (2-70D-4- [(6, 7-v* h*5>- 4 - U ;U) 

51. N-(2-i7DO-4-([6-^ h + v-7- (2-tM'jyih^y) 
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-4-*/'j;i/| 7x-;U) -N ' - (2, 4-y7MD7i~JW 

7^7, 

62.N-{2-7PP-4-[(6, 4 'J 

7i-JH - N ' -T'PfcMl^T, 
7 6. N— {2-7PP-4-[(6, 7-v* h + S^- 4 -+^/U-;W * 
+->px-;H - N ' -X3\>U7U7. 

117. N-{2-£cm-4- [(6, 7-^* h^x-4-+^-7U-;U) * 

119. N— (2-7PP-4- {[6 h^x- 7 -(3 -t^Tjs'J / 7°P7t^ 
*v)-4-^^V*U-^] **^} 7x~;U) — N ' -yomi/J, 
135. N— (2-*PP-4- ([6-/h^y-7- ( 3 - U 7°P 
-4-+^-VU-;^+>'} 7x~;U) -N' -7°Ptr;U7b-7, 

142. N- (2-7PP-4- ([6-^ + y-7 - (3-tfU^;Mh + 
-» 7x-JU) — N ' -7*Ptf;l/7l^7, 

143. N— (2 -7PP-4- ([6-^h + y-7- (4-e'JyjMh + 
-4-t;'JJ^y) 7x~;i/) — N ' -7'DejWl/7, 

144. N — (2-7PP-4- {[6-*h*5>-7- 

-4-*; i) 7x-;u) — n" -7Pt°;u7i/7. 

145. N-(2-i7DP-4-(6-^h^y-7- {[2- (1H-1, 2, 

3 - h'J7 4 /-;u- i ih+y]-4-+;'j;w t+y)7i^]- 

N ' -7p t°^71/7. 

146. N-[2-7PP-4- (7- ([2- (1H- 1 S jf x / U )U) JLh 
+ y]-6-^h + y-4- + ;U;H t+y)7i-^]-N' - 7*P U 
7, 

148. N — [2-7PP-4- (6-/h + ->-7 - {[2- (4-^^tT^ 

ih+y] -4-+yy;w 7x~;n -n* -T'Ptf^y^ 

7, 

149. N — (2-7PP-4- ([7- (2-kh*D + yIh*y) -6-* 
h + v-4 'j;P]sf-*'» 7x-;y) -N' -7Pt°^7l/7, 
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151. N — (2-7PP-4- {[6-*h*^-7 - (3 -t^/ft 'J / 7°P 

152. N-[2-7PP-4- (6-^h + v—7- {[3- 

7'>V) 7°p#*vj-4-*y" u;n 7x~;U]-n' -7pe;u7i/ 

153. N-[2-^PP-4- (6-^h + v-7- {[3- (1H-1, 2, 

3- hUzV-^-i 4 -*/y;u) 7x-;U] 

-N ' -7*Pt*;U7l^7. 

157. N — (2-£PP-4-[ (7- {3-[ + 

7^/]7p#*>'} -6-p( K^v-4-^yj^) t^y]7iriH 
-N ' -7*nfcT*7l/7, 

159. N- {2-7PP-4-[(6-* h^->-7- {[5- (1H-1. 2, 
3- MJ7 % /-;P-1 ^>?)l]**i/} -4-*;V)U) t+y]7i 
-;H — N ' -7Pt°^7l/7, 

160. N-[2-^PP-4- (7- {[4- (1H- 1 -< S^'V*U;U) 7> 
+ y]-6-^h^y-4- + y-JJH ^+-» 7x-^j-N' -7°Ptf;U7l^ 
7, 

162. N — (2-?PP-4- {[6-* h + v- 7 - (2-WJ/Ih 
+ v) -4-*i-Vi)-)l]7t*i'} 7x-;U) — N ' - (2, 4-/7MD 
7i-JW 71/7. 

163. N— (2 -7PP-4- {[6 7 - (3-tMU/7"o 
-4-^^-'/U-^]^->} 7x-;U) — N ' - (2. 4-/7M 

P7x~;U) 71^7, 

164. N-[2-7PP-4- (6-^h^x-7- {[3- (4-*^;Hf^ 
v->V) 7'P^^]-4-^^y>J-;U} 7x-^]-N* -(2,4 
-y7MD7i-JW 1)1/7, 

165. N — {2-7PP-4-[ (7- (3-[ (2-th'D + yXfjW (pC 
5=-;W 7$/]7 , D#+y| -6-* h + Sy-4-+^-V*'Jn;U) tty]7i' 
;U} -N' - (2, 4-y7M07i-iH 71/7, 
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168. N— (2-2DO-4- {[6-*h*v-7- ( 3 -tJU* 'J / 7*D 
-4-*/*))],]**^} 7x~;U) - N ' - (2, 4-y7MD7 

x^;W 7l^7> 

169. N— (2 -9UU-A- {[6-^h^v-7- (3 - tf'J ?)V* 

x) -4-+7Ui]^y} 7i-;W — N ' - (2, 4-y7MP7i~ 
;W 7^7, 

170. N-[2-^DP-4- (6-*h*^-7- {[2- (1H-1. 2, 3~ 
h>J77-;U- 1 — lh + y]-4- + ;UiH 7i^]-N' 
- (2, 4-y7MP7i-JW 71/7, 

184. N- (2 -£on-4- {[6-* h*->-7- ( 3 - tf^ U V J 7°a^ 
+ 5/) -4-^^-7'J-^] 7x-;l/) - N ' -*^7l/7 

185. N — (2-700-4- {[6-^ h + v-7- (3 -tXiJy/7°P^ 

-4-*^-v/U-;W 7x~;i/) — n ' -x5 1 ;i^7i/7, *3«trx 

186. N-(2-*no-4-{[6-* h + v- 7 - (4 - hT U h*v) 

-4-*/v;u] 7x-;u) -n' - (2, 4-/7MD71-M 

71/7. 

6 2. N- {2-^nn-4- [(6, 7-2>* h + y-4-+t 1 /U^W 
->] 7i-JH — N' -7ntf;U7l/7, 

142. N- (2-7DD-4- ([6-^F + y-7- (3 - £U SW* 

-4-+yj;i/]t*yj 7x~;i/) — n' -T'ne;P7^7, *5<tcx 

169. N- (2-7nm-4- {[6 7 - 

v) -4- + / l J;i']t+y} 7x-;l/) -N' - (2, 4-y7M07i^ 

;W 71^7. 

LTttt h U 7A&» 7J U 7 AJfiSfctt*^->7Ai£0<t7/«c7;U* U&ft 

7mmm<D£vw\u?>it7kmm&> mm^, m&mmm. stag. u>®m 
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if^ywk. wsw&. isa.vm.tk. vk>$^, mm. v>zrm. %m, 

M*n#j (#|>Lfcr, 7Kfo#>) £T5 ci^Ti* 

So 

£5. 
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1a m 

R6 
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fc«koT«jgT*«. 4-2na*;t)>&$mmt* Org. Synth. Col. V 

ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)^7c:«W098/47873{CfB®^ 

>mmmt. J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 
;UA7$ K££JE£i*T**V/n>8*#£® (»J34#i), (2) 

DM F * / -;KPJ; -5 ftilI©MTT^t50M«T^ -5 . 
(1) life ^Tf^If 1X7 f i A Til'f k K©*©#SETTSJft#ii 

- (7$;7x/^y) +/U>«l»#:**lrittffia-rs^yu>Bi3H*:^# 
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(§3j£0<I3 7*3cfcaC3 8#BS). d©^T«*S^CD7x/-;^*5 c b^4- 
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'J ^£ A 7;US - £ A*fc J; 0 jf 5 C <h£ «k 0 , R'K:iHft££«A-r 
(IilA). 

•r^citfcTt^ dgiB). 

(0 = C = N-R") tftmiEi* (IS 2), i&S (0!l*K, MJ 
£/0 ©#STIlft7i^JMM (R ,0 H a 1 ) £fP/8£i*S (IS 3) :i 

Hcko^ (i) (Ditsyizm&rtz. 

RVfe«ktfR w tt, R'^^y : /^7t«R , W7K^^T^-5'7l/7|j|2»#: 
fc^S (09*1*, **^h'j«7A) #ftT, sys&7JM^Mfc8!l (R'Ha l; 
R"H a 1 ) effl^t^tl;J;,TfeiATf5 (Ii5^7), 

R'*J:^/SitttR ,, ^**18(i t T*S^U7!lf*frtt, 1 fcfcHT 

»Sttfc4- (75/7x7+y) *y U ^ttffiMSf >J > 

St*#£. ^*n©^ffi^oT-fyv7^-hSS*#^ffl$-a:57&i, <&<5Wi 
£S (H*tf, h >;x^;U7 5 » ©?^Set h 'J *^y>»in»K:iia«:7;u* 
;U75> (R"NH 2> R"R"NH) d t\Z& DSSfitTiirS (IS 4 

6). 
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#bn7t^*{3^»©^ffit^iwy ->7t- bmm& (o=c=n-r m ) 

5> (R"NH,) £fftfl£#*;i£fc«k&£U7&#££j£T#3. 

3fcHT?, */'J>5R±©7ffi©*K*©«M (PG) £Hfc&U 
TAoy>fk7;WP (R fl 'Hal, R^'ttR'W^^ylT^Stf ©7 

>5g©7&t7;Un4 1 *>S**-r-5*SO{k^?&fijgT#S. 
m.Soc.,1945,67,736^ £ SHIS © # f C ft T SigT # 5 . 

b mzfo izm ^ 5 7;u □ -mmmt mm £ nx v» 5 a\ & 5 v > ttj.Antibiot.(i 

993),46(1),177, Ann.Pharm.Fr.l977,35,503^(ZlB«©^ffifC^oTS!3i-e#-S o 
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2 -75 J -^£iil7f;^i*li. J.Med.Chem.l977,20,146^{Cf2m© 

5Ctl:«tt)4-^DQ+t , /U >Sf3r#£fiieT#"5. 

^ S tltz 4 - * □ □ 'J >fi§a|#£f£ffl $ -Br* £ 4 - ( 7 5 / 7 x J + :» 

Jit 

£tt©#ffifcftV»»5nfcBi##K:'r7 v7t~ hBfgft (0=C = N-R N ) 

5> (R"NH,) £flM8$#3J:££«kg^7&#££/r?t5. 

*±y*U>SU:®7ffi©*M©ftKai (PG) £BSU i£S©# 
«ET/\oy>{k7;WI/ (R 22 Ha 1, R H HR'WJ^ + ylTi&5tf© 
Ji^JW^it) ^flMBSttSJI £(•;:<£ 0, £5t^te7;Un-;Uf^#: (R 
" OH) (0<Ufcf. imKfo) \z£K><mi£ J £Z>Z.£\z&K>. 4^^" 

7U>»0 7&t7;i/3 + xS$^r-r5*S©{b^«J*3B!igT^5. 

@^^fcffl^s/NDy>fk7;u^;i/^ e fctX7;P3-;i/^^«rtjfi5$nT^ 
*^-7u >^<d 6 mz&fe<Dm&&zGi-zmmm*. m%nnn£Lr 3 - 1 

ascular endothelial growth factor) T'fflffiL Lfz £ £\Z&Z\Z MA P K (mitogen-acti 
vated protein kinase) Oigttft&lfiSTS (&Sttlft0!l 1 2#J8). ifo^f*) 

IfcUHHSS V E GFTWtSi^TO^mgllCiO MA P KjW£ 
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ttfcSn. U >iftSftfcMA P K<D±mm#>C>tl2> (Abedi,H. and Zachary, L, 
J.Biol.Chem., 272, 15442-15451(1997)) . MA P KWgttflitejfat^lC&ttSlfil 
ffrt&»IJftOit5acaS^ia:f!l*fi"5 £ t^^nt^S (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 
8, 4-25(1997)). ftz>T*%WlZ£Zi£Gmtlh^&&W\®ftR$:GTZ>. 

mm^mzan^^m^t. ±£lt. mm, mmmammm. m&mmv 

B(Dfe&ti%<1fetf-O^T^Z>(FoTkm!in, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) , f^T, *?£W\Z&2>{\:-&® 

a. mm. mmm&mmm, isukmwvv??-* &m. 
tn$i;mm<D£?um&> &zf\zmMB<D&&<D%tmzRn,*zz£tf'V2z. 

fct, *mmz&z>\t£>mt. i^ic^Lfci^, ^±mz$^zmnx^ 
*^Hj(Cctntt\ *mwiz£zit£®z^tsmnm!&mmmtEtiz>. 

*fgHj(Cct5{t^«, mx\t. &mm&*> rnrn^^-, 

&Tts#. ot»rn^fl!)a^s»T, th^wth^ 
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cnec^wjtt, mftmHztiT^zmmm* mmi &%m. mmi 

tLT(i^^^^^;Hr;i.D-x, 'J t*-;l/7;H3-;k ^ijt'z;i,x-f 

±BBaw»jfi. !^stc«fcoii«S!i, phme?h. ^^{^j, mmms 

TgfcSrt*. iia^a^tl^O. 5~5 0Ii%. ffSKH 1-2 011% 

iB*©«^tc*&i;T3ij[j*^$n**«, wa«o. i~ioorag/kg, »s 

L<tel~5 0mg/kg©t§HT**0. Clft*lBllHl*fcttttl3l:#ttT&5 
BM*£j§*8;*-e\ JfcHT, tft^>»J$S-^-r-5^<!:fc«fc0ll**Sft*WfII«» 
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§|jl : 2-?cm-4- [(6, 7-->~^ 7 

y^fH^yF (10ml) (C7K^{b^~h U^A (6 0w%, 0. 72 
g) £iD7L. 5 0tT3 0^«Miai:U 4-7$7-3-^DD7x;- 
)Vm&m. (1. 6 lg) £iDASffiTl 0#«#Lfc. #C4-*DP-6, 7 
-y^h+y+;'J> (1. OOg) £flD;l 1 0 0 , Cl:-l!fc88#L£. £JS*£lc 
zkfcinA^ □ D^MTftai Ltz'&. 2 a u*)l km tmuixMykmj- h U V A 

9g, iK^6 0%T#7c. 

'H-NMR (CD C 1 j, 4 0 0MHz) : 54. 0 5 (s, 3H), 4. 0 5 
(s, 3H), 4. 08 (s, 2H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H). 8. 

4 8 (d, J = 5. 1Hz, 1H) 

^/^;^;i/**^H (lOral) (C7K^^hU^A (60w%. 0. 7 2 
g) £JD*., 5 0tt3 07)IMlKl, 4-75 7-2, 3-i?*?)],7 

5 5g) £S0*giSTl OMlfc, ^C4-70D- 
6, 7-y^h^y+yiJ> (1. 0 0 g) 1 0 0 ^T-fftWLTc. S 
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0. 94g, W6 5%Tt#7c. 

'H-NMR (CDC 1,. 4 0 0MHz): 5 2. 0 7 (s, 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s. 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d, J = 8. 5Hz, 1H), 6. 
83 (d, J = 8. 5Hz, 1H), 7. 42 (s, 1H), 7. 64 (s, 1H), 
8.4 2 (d, J = 5. 4Hz, 1 H) 

ggjii0iJ3 : 4- [(6, 7-vpt h^-4-*7 U;U) j^S/j -2, 5-v7 

f2kZ^ij > 

y/fMWvF (10ml) \Z7kWi\ti~ h U 7 A (60w%. 0. 36 
g) £flfl*.. 5 0r-C3 0^M^^S(CL, 4-757-2, 5-^7^7 
x/-;i/ (1. 2 3g) i^MifiT10»Uc. ^H4-^DD-6, 7 
-v*h*^yj> (1. OOg) €SDX. 1 0 0tT-Mj$lfc o JEfcifcC 

gjjgfiH : 3, 5-v?PP-4- [(6, h^y-4-^y U^) 

x^WI/XJM^^K (10ml) \Z7miti-VWk (6 0w%. 0. 36 
g) *m?L, 5 0°CT3 O^WMrSfcL, 4-757-2, 6-y^DD7 
xy-;Mi. 5 9g) ^M^i&T*10»Lt„ *l:4-^OD-6, 7 
->7h^y^/U> (1. OOg) ^SnA 1 0 0"CT— M^L/c. JS^fC 
7K£flQx^ p p*;UATtttii Lfclg, ^ p o*;UAjI££SfcJj^7k^;h h 'J 7 A 

7c$$£, ^DD*W7th> (1/1) TWSy'J^WDYh^ 
77^-l:J;^iU SHCD{t£t/£0. 35g, JK^2 2%Tt#fc. 
'H-NMR (CDCU 4 0 0MHz) : <5 3. 84 (s, 2H), 4. 05 
(s, 3H). 4. 08 (s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 
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7 4 (s, 2H), 7. 43 (s. 1H), 7. 64 (s, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

SimMS : 4- [(6, -2-X hD7 

(l 5m 1 ) \Z*m\:-fVW2x (6 Owl 0. 54 
g) Sim*, 7 0t:T3 0»MSl:L> 4 - 7 5 7 - 3 - - f> □ 7x J - 
;U (2. 0 7g) fcftlAMTl 0#«#L&. &fc4-*DD-6. 7-v* 
h*^*y"J> (1. 5 0g) £JD;Ll 0 OtT4Wj$LL Kfomz** 

^DD*;UA/7-feh> (1/1) -CIitl>yiJ*yj^D7h^7 7 
^-(CiDM^L, %m<Dlk&®£0. 53g, »2 3 
gjigflJ6 : 1- [2 -7$ 7 -4 - (/Qy;M-^-» -5 h^y7HJ|/] 

1- (4-tHD+y-3-^h^7x-JW - 1 -X^./> (20g).« 
»*U»>A(1 8. 3g), 3-7fk^ l-7-n-y^;i/7> ; EX'7A (4. 4 5g), 
^>y^O$K (17. 3ml) £N. N-y/fWA7SF (3 0 0m 
1) iMHOOICtlllPMLfc. «JBET«a&«iL, »Sftfc»£fc 

«EET»«E^asLT#6nfca$. (12. 47mn (12 

Oml) fci§#L. mUT2mfflKfobtCo OVlzTfrmti-hVOAymitiiZ 

mLtco &\Z, UE.Tmmzm£LT&*>tlfzm2&, x^y-;u (1 160m 
1 )> 7K (12 0ml) JC«»$*HtT»»L. 8Hfc7>fc:z£A (19.2 g)> 
M (10 1. 7g) fcima., iD&SiJii£3l5[S3Lfc. t^HIU ;dd 

(3/i) T-*fc#u iteTii^su 
fA/issifji/ do/1) TSiiini/u*yMD7h^77^H:«fct) 
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»»U 5fig©ffc£&£2 4. 9 5g, IR$77% (3 7r>^) T*f#£. 
'H-NMR (CDC 1), 400 MHz) : 52. 5 1 (s, 3 H) , 3. 8 4 (s, 
3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

S?iiftJ7 : 7- K>v;M-^->) -6-*h^y-l, 4-yhKa-4-^ 

1- [2-757-4- (^>vMl/**-» -5-/h + y7x^] - 1 - 
X^7> (2 4. 9 5 g) h7th'077> (4 5 0ml) Clfg^U ^- h 
U£A*h*vK (2 4. 8 7 g) 1 «fM*#», ^Xfjl^xX 

rJK3 7. 0 7ml) £jjn;iMT 2 BtW^, * (150ml) £}JD;L 1 
%»L7to 0 < C(CTrSM^D^pH4{cL, *£Jn;t^DD*jl,Attii}U 
^ OD*;l.A/I£5{ig^ h ij -}ATi££IL£. MEET^^g* LTtfbtlfeS 

^□□*;uA/y^y-;u do/i) x-mmirz -> u d? h if 
yyj-iz^ottmL, mmwts®* 1 7 . i6g, jr$s6 6%r-f#£. 

'H-NMR (DMSO-d., 4 0 0 MH z ) : 5 3. 8 4 (s, 3H) , 5. 1 
9 (s, 2H), 5. 97 (d, J=7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m. 6H), 7. 78 (d, J = 7. 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

SgjgftJ8:7 - (^>y;M-*S/) - 4 - £ □ □ - 6 - y> ffi4/JJ > 

7- (^>zy)l^iy) + 4 - v t h* □ - 4 U J > 

(17. 16g) myMU> (14. 19ml) ^Di, 1P| 

MJ £A7ki&$£SnA7;i/#U#£L, £ o DiM/AJfitiJU £ □ o*;i/A/l& 

A/7-th> do/i) vmm?z>i'V*7)wuvhy77'(-iz£r)ffim 

U 35jHOfk^«»* 3 . 8 2g, JK$S2 1 

'H-NMR (CDC 1 i, 4 0 0 MH z ) : 54. 06 (s, 3 H) ,5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m, 8H), 8. 56 (d, J=4. 9Hz. 1 H) 
mmW9 : 4- (f 7- (^>->Mt^*v) -6-7 h^-4-^y 'J )V] 
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v} -2, 5 -v/^UT-'J > 

y7WXJ^yF (25ml) HJ £ A (60w%. 1. 17 

g) ZiUx., 6 0t:T3 0^«#«MK:Lfc. ^fc4-7$y-2, 5-v* 
^7x^-;|/ (4. oog) smAMTi o*M!#«, 7- <^>$?;M-* 

so -4-^oo-6-^h^yu> (4. 36 g ) sun**. 22m®®. 
l t» & tt&8 £ t * * y an a bihk £ L &. tff th b feign 5 a l , 

&m<D<t&®J$: 3 . 0 4 g , JR^ 5 2 %TWc, 

'H-NMR (CDC U 4 0 0MHz): 52. 05 (s. 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H). 4. 06 (s, 3H). 5. 32 (s. 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8 - 7. 4 2 (m. 3H), 7. 44 (s, 1H), 7. 49-7. 
54 (m, 2H). 7. 63 (s, 1H), 8. 39 (d, J = 5. 1Hz, 1 H) 

SiMI (ES I-MS, m/z): 40 1 (M'+l) 
iiWl 0 ■ N— (4- {[7- (^>^^v) -6-^ h^y-4-^y'J 
jjj -2. 5-/^^7xr^) — N' - (2, 4-y7MD7x 

rj/) ^1/7 

4- {[7- (^>>>;M-*$/) - 6-/h + y-4-^;'JJWt+y}-2, 
5 -v>y3Ml/7n »J > (3 0 0mg) £?cm*;hk (5ml) fcig#Lfc&. 
2, 4-y7MD7HHVy7t-h (2 0 0 // 1) £iQ;L. 7 OtCT 
IM^W- {?uu&)VJ±/7*.V> (7 5/2 5) TJUH-fS 

8%T't#7c. 

'H-NMR (CDC li, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 2 6 (s, 
3H), 4. 06 (s. 3H), 5. 33 (s. 2H), 6. 29 (d,J = 5. 
1Hz, 1H), 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m, 3H). 6. 7 
0 (s. 3H), 7. 3 0 - 7. 5 4 (m. 7H), 7. 60 (s, 1H). 8, 0 
4-8. 12 (m, 1H). 8. 44 (d,J=5. 4Hz, 1 H) 
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mmi 1 : N— (4 — {[ 7 — K>22M^>Q -6-^ 'J 
JU] -2, 5->7fJ|/7i-JP) — N ' - (2-/h^y7x_^) 

4- {[7- (^>x;k**v) -6-^ h**>-4-*/y;H -2, 
5-^*^;i/7-y> OOOmg) Sr^op^;UA (5ml) \zmMLfz'&, 
2-^^y7i-JKVy7t-F (0. 24ml) £2ja;L, 7 0Cf;iTll& 
JS#L7c. S^^:, ^OD^A/7th> (7 5/2 5) TM&STS v U * 
^^07h^7^-l:J:f)iSU :£jl<£>{fc£fe£ 3 6 5mg. iK^8 9% 

'H-NMR (CDC I j, 400 MH z ) : 6 2. 1 7 (s, 3H), 2. 28 (s, 
3H). 3. 83 (s, 3H), 4. 07 (s. 3H). 5. 33 (s, 2H). 6. 
26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1 H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0- 7. 5 6 (m. 3H), 7. 61 (s, 1H), 8. 11 
-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 
mm>\i 2 : 4 - {[7 - K>v;i^y) - 6 b*i/-4-*y 'J ;H 
^} - 2 -^□□7-U > 

y7fMmy|^ (3. 6ml) \Z*m\t±VWA (60w%, 320 
mg) SrijQ*. 6 0t:T3 0M#&^&(cL7c. 4 - 7 S 7 - 3 -V □ D 
7i/-« (7 2 0mg) £#D;^Z&T1 0#ffi#gL 7- (^>>MI^ 
*v) -4-^7DD-6-p< K^v+y" U> (6 0 Omg) ^JnA/c. 105t 
T2 2B#r B m^^M^7K5:Jtin^^DD^;i/AaaiLtft. ^DD^I/Ail^ 

£©3l53xU £m<Dit-&®}$; 5 3 3mg, iK^6 6%T'#7Co 
'H-NMR (CDC 1,, 400MHz): 64. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 84 
(d, J = 8. 5Hz, 1H), 6. 93 (dd, J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, 1=2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m. 3H), 
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7. 44 (s, 1H), 7. 4 9- 7. 5 3 (m. 2H), 7. 55 (s, 1H), 

8. 45 (d, J = 5. 3Hz, 1H) 

SMI (ES I-MS, m/z) : 49 7 (M'+l) 

mmn 3 .• n- u- {[7- (^>^^-» -6-*h=E->-4-*y y 

-2-^DD7i-J|/) — N ' - (2, 4-y7MQ7x-JM 

4- {[7- ('OSW^+S/) -6-* h + -2 
-^□□7- U> (2 6 Omg) £^PO*JUA (10ml) 2, 
4-y7J^D7x-;KVy7t-h (19 8mg) £JD;LMT?2l5Mft# 
Ufc. £j&«££Dnsfc;UA/7-teh> (10/1) -Qmmt* t s*)l3V}V<7U 
7h7'77^-CJ;D^L < IlCft^t)^ 3 3 7mg, 4W£ 9 4 KT&fc. 

'H-NMR (CDC l j, 4 0 0MHz): (5 4. 0 4 (s, 3H). 5. 3 
2 (s, 2H), 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m. 2H), 7. 2 2 - 7. 2 8 (m. 1H), 7. 
28-7. 41 (m. 3H), 7. 4 5 - 7. 5 3 (m. 4H), 7. 96-8. 
04 (m, 1H). 8. 27 (d, J = 9. 0Hz. 1 H), 8. 49 (d, J = 
5. 4 Hz, 1H) 

(ES I-MS, m/z) : 5 6 2, 5 6 4 (M'+l) 
ggjfflll 4 : N - { 2 -^7 □□- 4 - [(7-bKn^y-6-^h^->-4-^ 
/JJjU) 7i-JH — N' - (2, 4-/7MD7x-^) frlx7 

N- (4- {[7- K>y\>M-*y) -6-* h + y-4- + y'JJH 
-2-^DD7x-JW - N ' - (2, 4-y7MD7x-^) "^U7 (2 1 
5mg) ->7f WA7$ F (1 1ml) £»flPU n^V^KmU (2 
15mg) £jJD*.. 7jc^#ffl^T^ST- 1 M#L7c 0 £Jt^(3g^X?S>U (3 
0ml) t^-r hziigLTCo i§$£M/£T®£U ^H0ffc£tl£ 1 7 

4mg, JK^9 6%-?f#7Co 

'H-NMR (DMSO-d., 4 0 0MHz):<53. 9 4 (s. 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m. 1H), 7. 18 
-7. 36 (m. 3H), 7. 4 4- 7. 5 2 (m, 2H). 7. 95 (s, 1 H). 
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7. 98-8. 13 (m, 1H), 8. 23 (d, J = 9. 5Hz, 1H), 6. 
50 (d, J = 5. 1Hz, 1H), 8. 81. (s. 1H), 9. 31 ( s , 1 H) 
IWfi (ESI-MS, m/z): 4 7 2 (M'+l) 

-2, 3-v7^7-U> 
9^)V7.)V^l/^ (6ml) iZymit-fhVOA (6 0wt%, 0. 3 2 
g) Ztinx., ^i&T! 3 OttmMftL tz'&> 4-757-2, 3-y^f^7i; 

-;Mi. l og) Srin^isi? 1 o^f B m^L7Co ^(37- (^>5/*;m-*v) 

-4-^nn-6-7 h + y+7U> (1. 2 0 g) £in;L 1 1 0 < CT6B#F^jt 

;7 □ □ A Jf £ v if* >">A Tftift L 7c. Mi£T?§$ £g£ L Tf# b 
ttfc8££. $uuits)\,lx/7-th> (6/1) TJlMT5v'j7jy;Ui7nT S 
^7 7W-»IJ:0»«L, mmcDikG®* 0 . 7 8g, «4 9%T#fc. 
'H-NMR (DMSO-d„ 4 0 0MHz) 5 1. 87 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d. J = 5. 3Hz, 1H), 6. 54 (d, J = 8. 4Hz, 1H), 
6. 69 (d. J=8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
3 1 (d. J = 5. 3Hz, 1H) 

m&Ml 6 : N — (4- {f7- (^>jy)^^'» -6-7 h=fry-4-*/ 
jJjUjj^vj -2, 3-^f^7ii;P) — N ' - (2, 4-V7MD7 

x_;i/) frU7 

4- {[7- (^.y"J)V-t^-zy) -6-^h + *>-4-*7'j;^y} -2, 
> (2 6 Omg) £N, N-y7fi^A7$ H (5ml) 
\Z.mmVtz'ik. 2, 4-y'7Mo7i-JKyy77-F (12 1mg) &J0 

xx^x'-m.KmLtc a ^^y-)u^tux, mEErmm^mLxn^nrcm 

7 * 7 -JMftrfK MU glOft^$2 1 9mg, JR^6 1 %Tt#7c 0 
'H-NMR (DMSO-d„ 4 0 0MHz) 51. 99 (s, 3H), 2. 17 
(s. 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz. 1H), 6. 9 5 - 6. 9 8 (m, 2H). 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 -8. 0 8 (m, 1H), 8. 3 4-8. 3 6 (m, 2H), 8. 
7 9 (s, 1H) 

gjjgflll 7 : 7- (1>V)\/tti/) -4- (3-7Mo-4--hD7iy 

±jS) - 6 - * h^->^y U > 

£DP^>-fef> (3ml) (17- -4-^nn-6-/> 
+y+;'J>(3 0 Omg), 3-7Mo-4-^hD7iy-JK7 8 5mg) 
£»#U 1 3 0 , CT5B#fBJJI#Lfc. EffciSK:* no*;UA, HJ £ 

'\*U->/#BSx3 L ;U (1/1) t s I^IIy'JijWn7h^77^- 

'H-NMR (DMSO-d„ 4 0 0MHz) <5 3 . 8 3 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1 H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
mmmi 8:4 - (4-7$;-3-7MD7x-^-» -6-* h^>-7 

7- (1>iS)l**-» -4- (3-7MD-4-"hD7iy + x) -6 
h*y4 1 / l J> (1 90mg) £N, N-y/fWA7S H (5ml). 
MJX^;P7 5> (lml) lc8A?U jJc&fc/f^tfA (4 0mg) £fln*., 

p^;uA/^^y-;u (20/1) tIit5ify | J*WP7h^77^ 
-£«fcDtt8!L, £B<0lfc;£4&£7 5mg, »5 6%Tf#7c. 
'H-NMR (DMSO-d„ 4 0 0MHz) 63. 87 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H). 6. 7 7 - 6. 8 0 (m, 
2H), 6. 9 3 -6. 9 9 (m, 1 H), 7. 19 (s, 1H), 7. 40 (s, 
1H). 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1 H) 
g»jjffJ19:N- (2, 4-/7MD7I-JI/) — N' - {2-7)l*n- 4 
- [(7-b h^v-4-^yJ^) 7i-iH »U7 

4- (4-75;-3-7MD7x; + y) - 6-^ h + y-7- + /'j; 
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-)\> (7 Omg) A (l. 5ml), N, N-y^^WA75 K 

(lml) izmBL£:'&, 2. 4-y7M07i-MVy7t-h (4 3m 
g) £*0*T£ffiT-3l»m&JfcL£. Kfom\Z*$ J-)\>*1&7L. MJ£T®m* 
g£LT^6ftfcSI££, ZuutsfrA/*? ;-)V (20/1) TMP^TSig 

'H-NMR (DMSO-d,, 4 0 0MHz) 53. 94 (s, 3H), 6. 47 
(d, J = 5. 1Hz. 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 

34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 

30 (s. 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 (s, 1H) 

7- -4-£on-6 h^/'J> (lOOmg). 

?*7-V-)l> OOOfll). ^^>7s;U*>^ (2 5 m 1) £HJ7;U:*D* 
*>7UU*>^ (lml) C£#L30#MMTJI#Lfc. iETM^SS 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3. 9 8 (s, 3H). 7. 3 
3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J = 4. 9Hz, 1H). 
8. 54 (d, J=4. 9Hz, 1H), 10. 37 (br, 1 H) 
§W(I2 1 : 4-7DP-6-/ h*is- 7 - (2-^h^yXh^y) *7 U 



4 _/7 P p_ 6 _^ [^,>_ 7 _ + , , Jy _ ;l/ (5 omg), ^#'J<7A (4 
Omg), SQitr- by-n-y^JUyy^-VA Omg), 2 - T'chex^ 
*^)Ijl—7-)1> (4 Omg) SrN, N-y7f;^M75 h* (1 0ml) tig 

i- b "J "7 AtK^^JD^D □ *^AT*JfimU 7 O D^A/I^M:*- }- 'J <7 




SSL. «|Cft$**4 7mg, *&^7 4%T'f#£o 



> 
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'H-NMR (CDC 1 3, 4 0 0 MH z ) : 53. 49 (s, 3H), 3. 8 8- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2-4. 3 5 (m, 2H), 
7. 35 (d, J = 4. 9Hz, 1H), 7. 40 (s, 1 H), 7. 43 (s, 
1H). 8.5 7 (d, J=4. 9Hz, 1 H) 

mmM2 2 : 2-^OQ-4-([(6-^ h^v-7- (2-pt ^yXh^y) 
-4-^/'j;Wy) 7_ U > 

y7^XM+yF (2ml) h «J £A (6 Owl 1 5 3mg) 

SrfiPX.. 6 0CT3 Oftm&'&mmzL. 4-7$y-3-^DD7iy-;H 
it(3 4 3mg) Sftl^jgTl 0$H*#Lfc. ^ICy^^XM^vh' (2 
ml) (Ci£8?L£4 -£PP- 6 blf~>- 7 - (2-^h + yIh + y) * 
7U> (254mg) fciPAl 1 0rT-8&»#Lfc Q £«{C7jc£iO;t£ P P 

*;yA/7-feh> (7/3) yUAWn? 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 6 3. 4 9 (s, 3H). 3. 89 
-3. 91 (m. 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33 
-4. 35 (m, 2H), 6. 43 (d, J = 5. 4Hz, 1H), 6. 85 (d, 
J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 (d, J = 
2. 7Hz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1H), 8. 47 (d, 
J = 5. 1Hz, 1H) 

mm&12 3 : 2-7DD-4- [(6, 4 -^l/'J ^jU) ^ 

->] 7-U> 

y7fMmyh' (4 0ml) tCTK^t^hU^A (6 Owl 5. 8 0 
g) £flnx.> 6 0tT3 0»||ia:Lt„ *l:4-7$y-3-yOD7 
x/-;UifiM(13. 05g) ^Mi?&T10»i, J. Am. Che 
m. S o c, 6_8, 1299 (1946), J. Am. Chem. Soc.,6. 
8_. 1 3 0 5 (1 9 4 6) fc£\Zton2tlZ>J:?tttom s £m\Z&vT'£l&L1t9 
ODWJ >MMWX&Z>. 4-yDD-6, 7-v* h*x+±V'U> (8. 
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14g) £iDAfc. 110tT3 0^Lm Kft^Z^iQpi^ D U*)l 

£*fittBS:2- K >J £ A -e&isg L£. MffiT^ L Tt# £ tlfc ^ £ t * * / - 
;U£*D;l«a£i:l,£. mBL7cf§JI£®3l3]fc U S?gi<D{fc£$j£ 9. 1 3 g, 
JR*7 6%T^fc„ 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 4. 0 5-4. 0 8 (m, 8H), 
6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, 3 = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J = 2. 7Hz, 1H), 7. 32 (s. 1 H), 
7.5 2 (s, 1H), 8.64 (s, 1 H) 

giMt (ESI-MS, m/z): 3 3 2 (M'+l) 
mtM2 4 : N-^>y;U-N- (2, 4-y7MD7i-J^) 7$> 

2, 4-y7MD7-'J> (2. 3 7ml), ^>X7^ftH (2. 3 6m 
1) (4 6ml) K^T^v^A (5. 5 9g) t'P 

mommztiuz, s^m^lzc. 7mT*mit*vmi- h u^a (2. 

6 4g) £ijp;t. iiatmWLt METM^SSL, n^x^;p 

(3o/i) Ta^-rsi/u^y;^nvh^77^-icio^S!L, mmoit 

3. 04g, »6 0%Tf#7c. 
'H-NMR (CDC 1 5, 4 0 0MH z) : 5 4. 3 4 (s. 2H), 6. 5 6 
-6. 8 2 (m. 3H). 7. 2 5 - 7. 3 8 (m. 5H) 
ggjffij2 5 : *5=-JU 4- (^>y;[/^-^x) -5-^ h*is- 2-~h D^> 

rfrfl£<D/5P^A'-[/-h(5 0 g), Mlg^U'i'A (7 6g) £N, N-i?*^ 
^^A75 H (2 0 0m 1 ) Lfgj&U Hffc'O:^ (33ml) £ 1 0 ftfr 

£ ^(c^Mttg?n^7K^j!JPx.Mx^;UTaaJL7co tiffiCMt h U 0 
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0m 1 &£Zfffim2 0 0ml fciDA, 8 B#Kft#&£7K£iO;Lfc. ^5nfcB# 
$9 3%. 

'H-NMR (CDCb, 400MHz):3. 90 (s, 3H), 3. 98 (s, 3 

H), 5. 2 1 (s, 2H), 7. 0 8 (s, 1H), 7. 3 1-7. 4 5 (m, 5 
H), 7. 5 1 (s, 1H) 

gSiigffi)2 6 : 7- vMU^v) -6-/ 4-ybh'D-4- 

x-h (i 5. o g)'*»K (200ml) \zmn&. fk (mm) a 3. 2 g ) 
ajL£. fte>njta#&3flfcu waix^k x~r;uTi7fc#u 3t£#>yT 

^«JEETTg«ES:ia*L. f#bn7t^££«£tf >7°TfU£?U 2-7 
57-4- ^yi>)V-**i/) - 5-^ h*->^>yx-h©ffii|t©#|£9. 5 
gftfc. «K^7 0 %. 

%t>tltz*?)V 2 -75/ -4- ("<>$?;M-*>0 -5-^h+^>V 
X-h (6 5 Omg) £N. N->7fWA7S h* (15ml), ^^/-;|/ 
(3ml) KiS#U *M7 5 F (0. 4 6ml), th^A^h + yH (3 
7 3mg) 10 0S3;T*MaU -lftflt#Lfc. MS-Cfcajl&rtfc 1 

OmliDAfeo lMlgBSTKTg^fflEStfftTSihEg^WaiLfc. 
tK, X— f;UTBfc&&X2#>7-Cfe*U *i©fttttS5 6 6mgj|fc. JR 
^8 7 %. 

'H-NMR (DMSO-cL, 400 MHz): 3. 88 (s, 3H), 5. 25 (s, 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1 H), 12. 0 6 (b r , 1 H) 
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mj&mgj : 7- t<>22k*±k} ~ 4 -^pq- 6 h^2±±ZL! > 

7- (^>v?;i/^-^5» -6-^h^->-3, 4-vth'D-4-WJy 
> (4 0 Omg). vWvynt:;i/X5 1 ;U7a> (0. 3m 1 ) tCrt^v'SftU > 
(515ml) £ip*_, 2 Oflf^jI^LAc. ^SlC&SP^ 1 0 h U 

lO|^ll£4 2 0mgife. iK^9 9%. 

'H-NMR (CDCh, 4 0 0MHz) : 4. 08 (s, 3H), 5. 34 (s, 2 

H), 7. 35-7. 51 (m, 7H), 8. 86 (s, 1 H) 

mmM2 8 : 5- K^MU^^) - 4 - ;* 2 - ~ h D^> 

Vx-h 

TfTgg©*? 1 ;!/ 3-tFD^y-4-/h + y^> 1 /l-h(10g) l g}86* 
UtfA (2 3g) £N, N-y/WM7$F (50ml) K**U Hffc 
^>v;U (6. 5ml) £1 O^HtT^TL, ^&T-fftjf #L7c. 7j<£2 0 

omi jp*., ^x^;uT«ai^, $6(c«ffi(ctsfti^7K£SP7L^x^;i/ 
tttmifc. w^ffitc^^-hij^A^jp^^Lfco -a\z. Gmmzzmm 

4gf#£. tttr>T. f#btl/i|g#7. Og^7773l:Atl, TKi^TT^lO 
Om 1 £cktf«2 0 Om 1 £JP;i, 8 W»^{C7K£J!lP^7to fientift 
£3ISU 7jcT'+^#L^#>yT^$-&^lic7){b^&7. 9g%fz, 
W9 6 %. 

'H-NMR (CDCh, 4 00MHz): 3. 89 (s, 3H), 3. 96 (s, 3 
H), 5. 21 (s, 2H), 7. 15 (s, 1H), 7. 3 4-7. 4 5 (m, 6 
H) 

gjjgff)2 9:6- (^> ->Ml/:t^-» - 7 h^y- 3 , 4-y'l:h'a-4- 

iSTT^^ 1 ^ 5- (^>->';i/^v) -4-/h4y-2-ZhD^>7 
X-h (15. 8 g) (2 0 0ml) & (13. 9 g) 
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4 gtffeo iR^7 3% 0 

f#e»nfc^^;U 2-75 7-5- -4-/ h^>^\>V 

X-h (5. Og) £N, N->7fWA7$ H (1 5 0ml), 

(3 0ml) \Z&ML. *M7 5 H (3. 5ml), tMJ-7A^h + ->H (2. 
8g) £iD*, lOOgSTMU -0Mf#Lfc. SaJT»ai»*Sl 0m 

X— 7^Tft#^*£#>7T$$;*iU 7 gt#fc. «$7fi 

/Oo 

'H-NMR (DMSO-d 6) 4 0 0 MH z ) : 3. 9 2 (s, 3H), 5. 2 1 (s, 
2H), 7. 16 (s, 1H), 7. 3 3 - 7. 4 9 (m, 5H). 7. 55 (s, 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 
ggjjffjl 3 0 : 6 - K>v;M-:frv) -4-^ao-7-^h^y^'/U> 

> (3. 5 g). v-ryyDtr;ux5 1 ;u75> (i i. 5mi) 
(3. 1ml) fcjDA, 2 0ftmmffi.Ltzo ^\a$m'&. 1 0 %7m<tj- h >J 

'H-NMR (CDCh, 4 0 0MHz) : 4. 0 7 (s, 3H), 5. 3 2 (s, 2 

H), 7. 3 5 - 7. 5 3 (m, 7H). 8. 86 (s, 1 H) 

jgjgfljjj 1 : 4-{[7-(^>y^^-^y)-6-7 h4-v-4-^^-'/U-;Ul 
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7 - K>v;i/**-» - 4-£cm-6-* h+v'^VU >(3 0. 0 g) 
trh^yW^^^A^DiJ h* (1 3. 9g) £7-feh> (4 0 0ml) 

izmm^iMixm^Lrzo z<D®miz2 o %^miti- b u ■? A#?gi£ (6 4m 1 ) 

(C?^«Lfc4-75/-3-^D07xy-;Uig^ (3 6. 0 g) ^ftlL7c 
3&f^MML7c. ^2££T&^U ^OP^;i/A, ik$:lN7itz&>7 UU 
*;U£T$fcHU gSftM^^HJ^A?^^ &*fl:&J&7j<Tft#U 
^HJ^AT&^LTt. ^(C, M^hUtfAfcl^L^, fg$£g£LT 

^5^W3 6. 6gf#e»n^ 0 1K^90%„ 

'H-NMR (DMSO-d«, 400MHz):<53. 96 (s, 3H), 5. 
34 (s, 2H). 6. 86 (d, J=8. 8Hz, 1H), 7. 00 (dd. J 
= 2. 7Hz, 8. 8Hz, 1H), 7. 22 (d, J = 2. 7Hz, 1 H). 7. 
3 5 - 7. 5 4 (m. 7H). 8. 5 3 (s, 1 H) 

gW«J3 2 : N- (4- {[7- (^>v;^^v) - 6 K*'>-4-=^/ 
Urjjj -t^-iy) - 2-^OD7x3) - N ' - 7°Q fc^l/fr 1/7 

4- {[7- (^>->*;U:**^) -6-^ h + v-4- + ^-V'J-;H 
-2-^DD7-'J> (12. 2g) £*7j<7DD*;i,AK^L£M. h'JX 
^;i/75> (8. 4ml) ZmtobmUT-mftLfz. &tC*7j<;7 A (1 

2ml) \Zh l J*7,y> (4. 5g) ^^Lig^^CiTLfc. ^i&T2 0 
ftMftLfz'ik. n-yntf;U7S> (4. 9ml) ^JpAfco iST^bClBt 

mmoxt-tm^. 4g*#e>n£. »6 z%. ■ 

'H-NMR (DMSO — dr., 400 MHz): 60. 91 (t, J = 7. 3H 
z, 3H), 1: 4 4- 1. 5 0 (m, 2H), 3. 0 6 -3. 0 9 (m, '2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 3 7 - 7. 5 7 (m, 
9H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1 H) 
m&M3 3:N-{2-?DO-4-[(7-fc Kn*->-6-^ h^v-4-^ 

^-yj-;u) ^-^v] 7x-;u} -n' -yae;i/^U7 
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N- (4- {[7- (^>v;U;t*-» - 6 h*S/- 4 *)=.)[,] it 
-2 -^PP7jc-;U) -N' -•?U\Z)VOV7 (4 2. 2 g) £hU7 
)l*u$m (2 0 0ml) tz&MV1t& **>Z)l*ym (ll. lml) $ 
^JPLl 0 0T:-r4ISIHHt#L£. ig^TML h'J 7^:*Dg^£M£Eg£L 
fc. Sofcrg^c^aoifc^A, ^/-^Sin*, 1 0 %7mit± h 'J «7A 

<Dit£®)20. 7 g#f#£*l£. iK^60%. 

'H-NMR (DMSO-de, 4 0 0 MHz): : 50. 91 (t, J = 7. 3H 
z, 3H). 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s. 1H), 8. 14 (dd, J=2. 7H 
z, 8. 8Hz, 1H), 8. 1 9 (s, 1 H) 

gSjjjff] 3 4 : 6 , 4 -s^/d > 

2-757-3, + (2 0. 0g. 9 4. 8mm 

o 1 ) IC^A75 K (1 50ml) ^JP^T. 8. 5 ftffl 1 6 0 X:\ZiJUlSiL1t, 
3i§U f#6tt;fcfcfcjg£7jc (1 0 0ml X2@) T&frL/c. 

fc&Lfztt.mZi%E.T%Lj&LT3&)yi$: 1 7. 8 5g. JR*9 1. 5%Tt#7c. 

'H-NMR (DMSO-do, 4 0 0 MH z ) : 6 4. 01 (s, 3H), 4. 0 

2 (s, 3H), 7. 14 (s, 1H), 7. 34 (s , 1H), 7. 61 (s, 

1 H), 7. 9 7 (s, 1 H) 

^MMj 5 : 4-CUU- 6, 7 -y* h=Ey=frj-»/U > 

6, 7-y7h + y-4-^/0> (5 0. lg. 0. 2 4mol) ICX^ 
*7> (2 5 0ml) S^ZfittismtVy (250ml=412. 5 g. 2. 
6 9mo 1 ) £Jn*T 1 2 O^T 1 m®®WLft. ilST»9il, MEETiB» 
(T^+v&fc'J >£@£U 8SS£*k7jc ( 1 0 0 0ml) A (1 

0 0 0ml) £inA£ 0 2 0 KfrWUki- h 'J >7AT7j<l© p H£ 6 . 5fcfflfiU 
*r*»£*Ji*$**LJfc. $M9tUfc#*Ji*# ( 1 0 0 0m 1 X60) T&#L 
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7 0ml) ZtilfLWffiL. - 5*C lOtmaiL, &£ • ftjftLTgfttt 

£38. 5g. W71. 4 

'H-NMR (DMSO-ds, 400 MHz): 54. 09 (s, 3H). 4. 0 
9 (s, 3H), 7. 14 (s. 1H), 7. 34 (s . 1H), 7. 61 (s, 
1H), 7.9 7 (s, 1H) 

iij36j_4 = ^DD z 6, 7-5?* K^v^t^/U > 

6. 7-y^h^y-4-+t l /D> (10. Og, 48. 5mmol) Ch 
)VJ.y (10 0ml) fc.fctft+v'JIHfcU > (7. 4 g, 48. 6mmo 1 ) * 
iJDATl 2 0t:T6. 5«WLfe. ML, H;Ux> (1 

0 0ml. 50ml) T*ft#LT, gftU Bttttfcl 1. 5 g, iK^9 1 %T 

gg&gy 7:4- (4' -757-3' -gem) -7xy**>-6, 7-*J* 

4-75;-3-^DD7i;-;i/MI (14. 6g, 8 1mmol)K:* 
Witi-b*)Ol± (8. 5g, 0. 2 lmo 1 ) *«trX7k (9 0ml) ££P;LigJ$? 
St, 4-^DD-6, 7-y7h + ->WJ> (12g. 53ramol) j3 
«t^?;HfJ^h> (2 2 5ml) £SP;iT, 2WM«itLfc. SJftf££*U 
5 OrH&i^ gPD*;i/£ (5 0 0ml) *J«tlX7K (5 0 0ml) £fiP;LT 

1 O^WLfci, «)■«!:*)■ dp*;U 
A (2 5 0ml) SriPA, 1 0$HBHft#Lfc&, fc&nfcW«Ji£« 

»at*»fc. (50ml) 5M30»WLfc 

ft, «i8-*£j»UTBW»*l 5. 6g, JR$8 5 

'H-NMR (DMSO-da, 4 0 0MHz): 63. 95 (s, 3H), 3. 9 
7 (s, 3H). 5. 33 (s, 2H), 6. 85 (d. J=8. 8Hz, 1H), 
6. 98 (dd, J = 2. 8Hz, J = 8. 8Hz, 1 H), 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 8. 53 (s, 
1H) 

«i5flil3 S : 4- (4* -75/- 3' -£□□) -7i/^y-6, 
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4-75/-3-^P07i;-Wlg (1. 3g, 7. 2mrao 1) i:2 
0 %7kmti-h l )VA7k®m (3. 5ml) 43<fctf7K (2ml) £Sn;L?g£?£i*\ 
4-^DO-6, 7 -iS*h*is*i-W> (0 . 8g, 3. 6mmol), 
□ «fc;kk (6m 1 ) ^.fctfr h^^H^-^A^P^ K (0. 58g, 1. 
8mmol) £2raAT. 2ftlHJii«Lfc. £nn#;UA (10 

m 1 ) &«fctf7jc (10ml) Srin^Tl 0 #f*fti#L*:&. ^M^TKA&^ffi 
Lfc. »ttl/fc*jI*5Efc:irDP*^A (10ml) 10^rWl/t 

a, ftmLtz, '&z>ntzm®mzmHEmmv, mut&iwz. nmz**;-)v (2 

ml) £imA3 0#fflift#LfcS£, M • ftj»LTBW«* 1 . Og, iR^8 3 
I^IWI : N- (2, A-'Jy)V-tU^>VM — N ' — (4 — [(6, 

h^^-4-^yj;t/) -2-7;^d7x-jh fri-7 

4- [(6, h*v-4-*/ -2-7;^D7-U > 

(lOOrag) 0ml), h 'J X^75 > ( 1 . 0ml) tin 

mmrnvtzm, vzuut^y (i. omn cig#i,fcHj**y> (103 

4mg) fcira^T, $6i:5WDiMl/fc. EJfcfcCffiftilMMc*:*- h 'J 0 
1 2 3mg. iK^8 0 

'H-NMR (CDC 1 j, 4 0 0MHz) : 5 4. 0 2 (s , 3H), 4. 0 3 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 9 9 (m, 4H), 
7. 03-7. 14 (m, 1H), 7. 3 5 - 7. 4 4 (m, 2H). 7. 50 (s, 
1H), 8. 16 (t, J = 9. OHz, 1H), 8. 47 (d, J = 5. 1Hz, 
1H) 

mmftffim (FD-iMS, m/z):48 3 (M') 



WO 00/43366 PCT/JP00/00255 

- 49 - 

■ N ~ Li-I [(6, U;i/) -2-7 

Md7xz;h -n' - (2 -7;i/^-ox^;0 <7i^7 

4- [(6, 7 -v* f^>-4-*/ -2-7;i/^P7-U> 
(lOOmg) JhJUXlOml), h'JlfJ|/75> (0. 5ml) CM 
Wuu**?y (1. 0m 1) «fl?L7cHj*7sy> (4 7mg) 

*bQ7LTs ft mimmmLfc &\z&M2-7)\,*njL^ju7z> (4 2 mg ) 

MJ£T?£$£@£LT?#6n7c?3l££. 7 no*;i,A/7-tr h > (2/1) TJi 
i|pp7 2%T'f#fCo 

"H-NMR (DMSO-d,, 4 0 OMHz) : <5 3. 4 0 (m, 1 H), 3. 4 
7 (m,lH), 3. 93 (s, 3H), 3. 95 (s, 3H). 4. 42 (t, J 
= 4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H). 7. 28 
(dd, 3 = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 
49 (s, 1H), 8. 21 (m, 1H). 8. 47 (br, 1H), 8. 48 (d, 
J = 5. 4Hz. 1H) 

KmftVrm (ES I -MS, m/z) : 4 0 4 (M'+ 1) 

mmM3:N- (4- [(6, 7 -i?*b*~>-4-*/ Jr*i/) -2- 

7Mn7xi;H — N ' - (2-b!Uy;M^) "71/7 

4- [(6, 7-v* h + ^-4-^y U;W -2-7MD7-'J> 
(1 0 Omg) £h;UX> (5ml). hUx^^75> (1ml) fc8ft¥Lfc&, 
^□□**>fciS#Lfct*»J*;*y> (10 4mg) Srim^LTU 7777XJ 

tfjx> (4om) stspa, ijnmmmz2mmLfz, R&mzmft8m*mi- 

hU«7A*J§K (1ml). A (2ml) Zmxtr-I 7 0±iZ%ftL. 
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mmWkSV!)* 1 2 6mg> K$88%tfL 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 4. 0 7 (s, 3H) ,4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0-6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m. 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, J = 7. 8Hz, 1H), 7. 
56 (s. 1H), 7. 6 8 - 7. 7 8 (m, 2H), 7. 75 (s. 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6. 1Hz. 1H), 8. 55 
(d, J = 4. 1Hz. 1H) 

St*##fffi (FD-MS, m/z):448 (M') 
HMfl)4 : N-7'J^-N' - {4- [(6, 7 N^->-4-^7 U M * 
^->3 - 2 frU7 

4- [(6, 7 -v/ h^>--4- + y »J;W - 2 -7^0 7xU > 

(1 0 Omg) £h;UX> (5ml). HJX3^7S> (1ml) {C^L/c^, 
>?^OD^^>{C?g^LfchU^xy> (10 4mg) hmwm*5ft 

mbfc. *:7u;i/7a>(2 2mg) ^jpat, zt>\ztomwnz4&fmLfc. 

Kfom\Z&%Umm7mi-hi)<y2±7k®m (lm l), ^dp*;UA (2m 1) £Jn 
A5-1V<y±lZfcftL. ^□□^;i/ATffltBLfeo MffiTM£g£LTf#<Dn 
^□□MA/7th> (2/1) T'&ffltZ^iJtiyfrZn-Thtf 
7 7^-CJ;0lll!L, SSi<2te£$l£l 2 5mg, M9 8%Tl#7c. 
'H-NMR (CDC lj, 40 OMHz) : 6 3. 9 1 - 3. 9 6 (m. 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m, 1 H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d. J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s. 1H). 7. 55 (s, 1H). 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H). 8. 47 (d, J = 5. 9Hz, 1 H) 

mmttftm (FD-MS. m/z) : 3 9 7 (MO 

mnms .• n- u-r (6, i -v* h^>-4-*y u;io ^-^->i-2 -7 

4-[ (6, 7-y^h + -/-4- + ;UJW 2 - 7 )l*U 7- U > 
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(1 0 Omg) £h;kr> (10ml), h 'JX^75> (2ml) \Z®ffiLfz 
iS?nn*?>\z®mVfzb l )*Xif> (104mg) Z1jqz.t 5 frffltiaf* 

mrnvrzo ^\zzfu\^)vj^y (2 9mg) £jn;t, 4 o ftmMf&wwiLtz. r 
jtmzm^imwmi-h'j'yAymm^iaA.. mm^jurmmLfz^ mmx. 

>7UU-fc)\,l±/*5> (10/1) -cmmt^mmiy^tifiv^u^bfy 

7^C-(ZcfcD^KL, mm<D<t^^:8 9mg, » 7 1 %lrf#fe. 
'H-NMR (CDC 1,, 40 0MHz): 50. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H), 4. 06 (s, 3H), 5. 11 (t, J = 5. 4Hz, 1H), 
6. 51 (d. J = 5. 4Hz, 1H), 6. 7 4- 6. 7 6 (m, 1H), 6. 
91-6. 99 (m, 2H), 7. 48 (s. 1H), 7. 52 (s, 1H). 8. 
18-8. 23 (m. 1H), 8. 49 (d. J = 5. 6Hz, 1 H) 

mmftvtm (fd-ms, m/ Z ) : 399 (mo 

gffiffl6 : N- {4- [(6, 7-y;* h^->- 4 U;U) -2-7 
— N ' - (4-y)\,j- 0 7^)1) our 
4- [(6, 7-v* K + ^-4-^y -2-7MD7Z'J> 
(lOOmg) ^hiH> (6ml). HJ X^;U75 > ( 1 . OmDfclPjRS 
ML1t&. Wuu*f?y (l. Oml) Cg#l/fcMJ#*y> (1 0 4mg) 

zmtlt 5ftmmmwffiLfz. mz 

4-yjU-tn^)l7S.>m^m (5 5mg) ZMtlT. 2 $ iz 2 m®Mf&&ffi 

£DO*;kk/7-fe S> (2/1) TMHTS ^ U h !7* 
77^-1:^:0^11. 3cgl<2fc-&#j£8 Omg. W5 5%Tlfc. 
'H-NMR (CDC Is, 4 0 OMHz) : 6 1. 6 6 - 1. 8 7 (m, 4H). 

3. 3 3 - 3. 4 0 (m, 2H), 4. 04 (s, 3H), 4. 05 (s, 3H), 

4. 44 (t, J = 5. 6Hz, 1H). 4. 56 (t, J = 5. 7Hz. 1H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8- 6. 5 2 (m, 2H). 6. 
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9 3 - 7. 02 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H). 8. 
15 (t, J = 8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz. 1 H) 
SiMi (FD-MS, m/z):43 1 (MO 

$mW7 : N- {4- [(6, 7-^pt U;i/) ttis] -2-7 

MD7i^} — N ' - (2-7n¥~)l) <y\/7 

4- [(6, 7 -^^ h + ^-4 - + y - 2-7M07^iJ> 

(1 5 Omg) Z2nn*s)\s& (1 0ml). HJx^;U7 5> (2ml) \zmf& 
U y^OO/^>l:i§iLfc h U*7>y> (156mg) *JP^T 1 O^Pfl.Jfl 
MSfLfc. *IC7 , n/tW7 5> (5 3mg) $JOx.T, £ St 3 Oilman 

UiU *PP*;U£JI£*7k^^HJ9AT&^Lfc. «JETIS«SE*g*LT 

^ppjfc;i/A/7-feh> (2/D •vmmTzi'Vfiyfrzu 

■?htf77 4-lZ£?)%tmL. »lk^i&16 4mg < «8 7%T't#£ 0 
'H-NMR (DMSO-d.. 4 0 0 MH z ) 6 2. 4 9- 2. 5 1 (m, 1H), 
3. 9 0 - 3. 9 5 (m. 8H), 6. 52 (d, J = 5. 1Hz. 1H), 6. 
8 9 - 6. 9 2 (m. 1H), 7. 0 4- 7. 0 6 (m, 1H). 7. 26-7. 
29 (m, 1H), 7. 39 (s, 1H), 7. 49 (s, 1 H), 8. 16-8. 
2 0 (m, 1H), 8. 4 6-8. 4 9 (m, 2 H) 

mmms •. n- u - [(6, 7 h^x- 4-^y -2-7 

Mn7izjl/} — N ' -x^;U7l/7 

4- [(6. 7~v?* ^>-4-*/ -2-7MD7^'J> 
(1 0 Omg) & K;UX> (8m 1 ), K'JX^75> (1. 0 m 1 ) (IJPJ&ig 
$?L/fc|£, h;i/X> (1. 0ml) \Z®BLfz h'J^Xy> (4 7mg) £JJD;L 
T5»HJnS»jiaEl/fc. ^Ml^7$> (6 0mg) £flD;LT. ££tC5 

T»Sftfc$8S£. 7DD^M/7th> (2/1) TMWT5^U*y;Ub 
D7 h^7 7-f — JCfcOUfHU Si©ft^ti^7 0mg. TO 5 3 
'H-NMR (CDC 1 j, 4 0 0 MH z ) : 6 1 . 21 (t, J = 7. 3Hz, 3 



WO 00/43366 



PCT/JP00/00255 



" 53 - 

H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br. 1H), 6. 55 (d. J==5. 6Hz, 1H), 6. 89 (dd, 
3 = 2. 7Hz. J = l 1. 2Hz, 1H). 6. 97 (m. 1 H), 7. 26 (b 
r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t, J = 9. 
0Hz, 1H), 8. 47 (d, J=5. 6Hz, 1H) 
KS#0Hi ('ES I -MS, m/z) : 3 8 6 (M'+ 1) 

mmm n-t^u-n* - u- [(6, 7-^/ a- 

4- [(6, 7 h + x-4- + y U;U) -2-7MD7-U> 

(lOOmg) $hJH> (8ml), h 'Jl^75 > ( 1 . Om 1 ) 'fcftH&jg 
h;UX> (1. Oml) lZ®MLfzh f )*X'r> (4 7mg) £jn*. 
T5»W»I»yia£Lfc. ^(37'5 1 ;U75> (8 0mg) £5D;LT, *S»C5«fIBI 

StlfcSS*. ^□□^;UA/7-fe h> (2/1) TJi^-r^^U 
h^77^-(C«fcO^©L, &M<D<t'&y}$:l 1 7mg, JR^8 1%Tf#7c. 
"H-NMR (CDC 1 3, 4 0 OMHz) : 6 0. 94 (t, J = 7. 3Hz, 3 
H), 1. 40 (m,2H), 1. 55 (m,2H). 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br. 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88 (d 
d, J = 2. 7Hz, J = ll. 2Hz, 1 H). 6. 97 (d, J = 9. OHz, 
1H), 7. 33 (s, 1H). 7. 55 (s, 1H), 7. 65 (s, 1H), 8. 
30 (t, J = 9. OHz, 1H), 8. 46 (d. J = 5. 9Hz, 1 H) 
nmftVr& (ES I -MS, m/z) : 4 1 4 (M'+ 1) 
Hiift]10:N- (&cc-7?)U) -N' - (4-f (6. 7 -y* h^->- 4 - 
^yu;i/) ^yl-2-7Ma7i_JW <JU7 

4-[ (6. h + y-4- + yj)W ^*y]-2-7MD7^'J> 

(lOOmg). ££on*;UA (5ml), MJX^;U7 5> (1ml) (cjgfi? 
L£&. ^□o**>fci§#L;fcMJjfc;*y> (I0 4mg) £Jn;LT 5#H 
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titof&MffiLft. e c-7*W5> (48 a 1 ) ZtoiL. 1 OfflSMiamM 

ffiLfz, ffiEETfet&$:%£LT®t>nrzm2$:> 5 a m£)Vk/7±. V > (8/ 
2) T'iSny'J^'WD7h^7^-U0«IU 
1 7mg, 8 9 %Tf#£, 

'H-NMR (CDC 1,, 40 0MHz) : 50. 95 (t, J = 7. 6Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H). 1. 4 7- 1. 5 5 (m, 2H). 
3. 7 9- 3. 8 9 (m, 1H). 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9 - 6. 9 8 (m. 
2H), 7. 08 (d, J=2. 7Hz, 1H), 7. 42 (s, 1H), 7. 51 
(s, 1H), 8. 2 0-8. 2 4 (m, J = 9. OHz, 1 H), 8. 48 (d, 
J = 5. 4Hz, 1H) 
«M##Tffl (ES I -MS. m/z) : 4 14 (M'+ 1) 

11 :N- (4-f (6, 7 zjyJl b*rzs- 4 J \) )V) t±21lL 2 ~ 
7il/ta7i-JM — N ' ->fy^;^i/7 

4-[ (6, 7 h + i>-4- + y U;U) ^-*^>]- 2 -7;^0 7-U > 
(1 0 Omg) £^DD*;UA (5ml), HJX^;U7S> (1ml) CjgflfL 
fcl£, x^OD^^>(c?g®Lfc HJ**y> (10 4mg) £iJD*.T5#fJUH] 

SftSSELfc. ;j:(:<y^7$> (50ui) £jjnA. l o^^in^iSSSELfe. 

£^fi££^PP*;UA/7-ti h> (4/1) Tm.m-?Z>i/V1J?)l>7U-? htf? 

'H-NMR (CDC I ,,4 0 0MHz ) : a 0. 94 (d, J=6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H). 4. 03 (s, 3H). 5. 58 (t, J = 5. 4Hz, 1H). 
6. 47 (d. J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H), 7. 50 (s. 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d, J=5. 1Hz, 1 H) 

nmftVrm (esi-ms, m/z) .• 4 1 4 (m*+ n 

jfeKSflll 2 : N— (4-f (6, h^^-4-^y UAj ahfrv'l- 2 - 

7Md7i-;m -n' - (1, 2 -v/^;U7°Pbf^) 7k7 
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4-[(6. 7-^^h=^5/-4-^/ij;p) t*i']-2-7^tD7='J> 
(1 0 Omg), £^pp*;UA (5ml), h «Jx^;U75 > (1ml) tigfi? 
'^□□**>K:ig#L;fcMJ#*$ , > (4 7mg) ^JD^.T3 O^Ffl 

g2STffi#L£. 2-^^yotr;UT5> (55^1) 1 

o»«fnf«^i/fc. «£ET««*a*LT»e>nfca$* 4 *pp*;pa/ 

7irh> (2/1) TSPBTS^'J^y^PTh^^w-tCkOfifiSL, S 
iOik^8 9mg, JR^6 5 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 0. 93 (d, J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H). 3. 7 6- 3. 8 4 (m. 1H), 4. 
04 (s, 3H), 4. 05 (s, 3H), 4. 91 (d. J=8. 5Hz, 1H). 
6. 48 (d, J = 5. 4Hz, 1H), 6. 74 (d. J = 2. 9Hz, 1H), 
6. 91-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m, 1H), 8. 49 (d. J = 5. 4Hz, 1 H) 
ftS##rffi (ES I -MS, m/z) : 4 2 8 (M'+ 1) 

HHgy 13:N-{2-^PP-4-[(6, 7-y^ 'J ;U) 

:t*~>] 7xUM - N ' -^Pbf;U^U7 
2-/7PP-4-[(6, 7-^^ h*y-4- + y | J;Wt=t i x] 7^U>(1 

OOmg) ^^dd*M (7. 5ml), h'JX^7S> (1ml) 

fz'&. *nn*;UAfcig#LfcMj5fr*y> (9 9mg) £S0;LT. 

5#MLfc. ^Hn-7°Ptf^75> (21mg) £JOx.T. £ £fCiDgfcMSfE£ 

2n#^LAc„s^(c^n^7j<^^- h »j v^mmztQTLt-i v<y±\z&mL. 
^ y -;k 8 / 1 ) tmf^i-^ ^ u * p -7 h y 7 7 ^ - icj: o MSi L , 

"H-NMR (CDCI,,40 0MHz): (5 0. 99 (t. J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H). 3. 2 4-3. 3 1 (m, 2H), 4. 
04 (s. 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz, 1H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H). 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz, 1H), 7. 21 (d,J = 2. 7Hz, 1H). 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1 H) 

»S##fffl (FD-MS, m/z) : 4 15, 4 17 (MO 
HMMi 4:N-{2-^DD-4-r(6, 7 -v* h^y- 4 -^y ij ;t/ ) 
^-^->17x-;U} - N ' - (4-7Mn-2-^WxrjV) 

2-^OD-4-[(6,7-y7 K + -^7 **ry]7-U> (1 
2 2mg), £y* A (10ml), MJx^75> (1ml) tJg^L 

v^no^^>ti§*Lfch'J^y> (llOmg) *lMz.T30ftm 
lMl$lfc. <fc£ 4 - 7)V*U- 2 -*^7-'J XI 2 6 0 1 ) 

n/cS££, ^□□*;UA/7-fc h> (2/1) TSIBT5^U*y;U^DTh 
^77-f-C«fct)l»a!L, SIi©fl2£tt£l 4 2mg. W7 9%"?Wc. 
'H-NMR (CDC 1 3) 4 0 OMHz) : (5 2. 3 7 (s, 3H), 4. 0 4 (s, 
3H). 4. 04 (s. 3H), 6. 31 (s. 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 1 4 (m, 1H), 
7. 19 (d. J=2. 7Hz, 1H), 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (d, J = 9. OHz, 1H), 8. 50 (d, J = 
5. 4Hz. 1H) 

MMftVrM (ES I -MS. m/z) : 4 8 2, 4 8 4 (M*+ 1) 
»ffJ15:N- (5-^D : E-6-/^-2-tf'JyJl/) — N' - {2-2 
□ P-4-T (6, 7-y7ht->-4-tyj^) ^ ->17 x frU7 

2-^DQ-4-[(6. 7-y^ h + y-4- + ;UJW ^-+x]7-U> (1 
22rag), A (10ml), MJX-^;[/7 5> (1ml) \Z&ffiL 

tc'&. i??nn*?>\zfemistzbV*Z7> (1 1 Orag) £Jn;tT3 0#IH 
Ifiti^Lfc. ^(C6-75y-3-^nt-2-^5 1 ;Ut:U->*> (2 0 8m 
g) £Jn;i, 2^f B 1ii&«Lfc 0 /-;i/£jta*.. MEETi$$& 

g£LTf#b*l£8l££, ^OD*W7th> (2/1) TMFjUTS -> U # 
y;U^DTh^7 7^-fC«tO«$!!L. »B©fl:^<»ftl 55mg. JRJJS7 7% 
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'H-NMR (CDC lj, 400MHz) : 6 2. 6 9 (s, 3H), 4. 06 (s, 
6H). 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 3 0 (d. J = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s, 1 H), 7. 75 (d, J=8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d, J = 9. 0Hz, 1 H), 8. 52 
(d, J = 5. 4Hz, 1H). 11. 92 (s, 1 H) 
K*##MS (E S I -MS, m/z) : 5 4 3, 545, 547 (M'+ 1) 
^ffiWl 6 : N- (2-^PP-4-f (6, h^y- 4 -=fr/ U ;P) 

^-^v17x-;^} — N ' - (5-^DD-2-bfU^;P) frU7 

2-?OP-4-[(6. 7-y* h*v-4-*/ >J;10 ^+v]7~U> (1 
22mg), £^pp*;UA (10ml), hUx?MP7S> (1ml) fcigflfL 
y^OD/^>[:i)|Lfc MJ**y> (llOmg) £iD;LT3 0#M 
MT«#Lfc. ^(l2-7 = y-5-i7Pnt°U->*> (1 4 3mg) ZMz., 

^PP*;UA/7-fc h> (2/1) TSHtS^'J* WP7h 
K^OHMKU Si0<t^Sl4 8mg, JR$s 8 2 
'H-NMR (CDC 1 j, 4 0 0MHz) : 6 4. 0 6 (s, 3H), 4. 06 (s. 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H), 7. 14-7. 17 (m. 1H), 7. 31 (d, J = 2. 7Hz. 1H), 

7. 44 (s, 1H), 7. 53 (s, 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J = 2. 7Hz. 1H), 8. 5 0 - 8. 5 3 (m, 2H), 8. 
9 2 (s, 1H), 12. 11 (brs, 1 H) 

KS^tfrfi (ESI -MS, m/z) 485, 487, 489: (M'+ 1) 
gMMi 7 : N-(5-:/D^-2-b:°'Jy;P)-N'-(2-£DP-4-r(6, 
7-y^h^y-4-^yj^) •t^r^y^-M OUT 

2-^PP-4-[(6, h + v-4- + y V )U) **is)7-*)> (1 

22mg), ^^on^A (10ml), MJx^;|/7S> (1ml) (Cjg^L 
/cf£. y^OO/^>l;giLfchiJ^y> (llOmg) AT 3 0 jrtffi 
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m%LT&&Lfc. ^{C2-75/-5-yn ; Etr'Jv> (1 9 2mg) £2jflx, 

.ttfc»3£, SrnnM&/7-tb> (2/1) y'J*^I/i?07 h 

^57^-l:J:t)SfiL ( mmvik^MZ 1 0 8mg, JK$5 5*T#£. 
'H-NMR (CDC 1 >, 4 0 0MHz) : 5 4. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2. 7Hz. 1H), 

7. 45 (s. 1H). 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m. 1 H), 

8. 15 (s, 1H), 8. 39 (d, J = 2. 4Hz, 1H), 8. 50 (d, 
J = 9. 0Hz. 1H), 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s, 1H) 

M##rffl (ES I -MS, m/z) : 5 2 9, 5 3 1, 5 3 3 (M'+ 1) 
8 : N- (2-^ap-4-r(6, 1 4-* J \) ){,) 

**i/]7ji-)l} — N ' - (2 h^->7xz^) VlsT 

2 4 -[ (6, 7-x^ h + x-4-^y >j;i/) ^-+->]7^'J> (1 
OOmg) (10ml) fcigflfU 2->h*>'7ilMVS' 

71— h (5 4mg) %mz.T 6 0°CT'-mM&L fc. R&m\Z* 9 J -;i/£iQ 
A, MJ£T^£©£LTt#b*i;t$££, ^PO*M/7th> (6/4) 
1rSrmyU*»D? l^7:7^-k:«i:0!&8i{U 1 1 

mg, iK^7 7%Tf#/io 

'H-NMR (CDC 1,, 4 0 0 MH z ) : 6 3. 85 (s. 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5. 1Hz, 1H), 6. 89 
-6. 9 3 (m, 1H), 6. 9 8- 7. 0 3 (m, 1 H), 7. 0 5-7. 10 
(m. 1H), 7. 14 (dd, J = 2 . 7Hz, 9. OHz, 1H). 7. 23 
(d, 3 = 2. 7Hz, 1H). 7. 35 (s, 1H), 7. 36 (s. 1H), 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J = 9. OHz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

MM (ESI-MS, m/z): 48 0, 4 8 2 (M'+l) 
Ummi 9 : N- { 2 □□- 4 -r (6. 7-y/ ijj^) 
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^*f>17x-;H -N' - (2-/^7xr^) frU7 

2-*DP-4-[ (6, 7-->*^ h*>--4-4V 'j;W ^x]7-'J> (1 
2 2mg) £7PP*;i/A (10ml) _o - HH^H* y ->7^-- H 

(5 9mg) *an*.TMT-tt«#Lfc. y-^JnA, MffT 

-5^£fln*.Jt. #ftfiL/t<Sil*aflJ[L, il©{b^5 9mg, JR$ 3 4 % 

'H-NMR (CDC 1,, 4 0 0MHz) : «5 2. 3 8 (s, 3H), 4. 0 4 (s, 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H), 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H). 7. 42 (s. 
1H), 7. 46 (d. J=6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 
(d. J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
K£##rM (ES I -MS, m/z) : 4 6 4, 4 6 6 (M*+ 1) 
mMM2 0 : N- (2-^DD-4-r (6, 7 - V* h^is- 4 J V )U) 
?f^v17x-;i/} — N ' - (5-*^-;i/-2-eusw frU-7 

2-?PP-4-[ (6, 7-v* h^v-4- + y .j^) ^. >]7=mlJ> (1 
22mg). £^DD*;UA (10ml), MJX3MU75> (1ml) KliSflPL, 
x7PP**>f;i?§fi?L;tHJ*xy> (llOmg) *JD>LT3 0^|BJ 
tSTljtLf;. ^fC2-7 = y-5-t!nU> (12 0mg) 2B#IH 

££> ^□□*;UA/7-t h> (2/1) TSIWrs^U*y;U^nTK^7 7 

'H-NMR (CDC 1,, 4 0 0 MHz) : 5 2. 31 (s, 3H), 4. 06 (s, 
6H). 6. 53 (d, J=5. 4Hz, 1H), 6. 76 (d. J = 8. 3Hz, 
1H), 7. 13-7. 16 (m, 1H), 7. 29 (d, J=2. 7Hz. 1 H). 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m. 1H), 7. 54 (s, 1H). 

8. 00 (s. 1H). 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1 H), 12. 57 (brs, 1H) 
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St*##rM (ES I -MS. m/z) : 4 6 5, 4 6 7 (M'+ 1) 
mmM2 1 : N — {2-gPD-4-r(6, 7 - z?*h3ris-4-*;i))],) 
t^->17xrjH - N ' - (6-^^-2-lf'JyJ|/) fr^y 

2-/ 7Dn - 4 _ [ (6> 7-v^K + ^-4-+y U;U) ^-+v]7-'J> (1 
22mg), **nn#;kk (lOml), HJx3\>U7a> (1ml) iz®mv 
fcfc, y^DD^^>l:g)|LfcMJ*xy> (llOmg) &Jn AT 3 0^18 
MT«#Lfc. ^t6-7$y-2-tfH'J> (12 0mg) £iO;t> 2l$M 

££, *DD*;UA/7-feh> (2/1) TlBBt5y»J*y;^D7h^77 
*-£«fc0ttfi!U il©{t^^7 3mg, *K^4 2%Tt#£. 
'H-NMR (CDC 1), 4 0 0 MH z ) : 6 2. 5 7 (s, 3H), 4. 0 6 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz. 
1H), 6. 83 (d. J = 7. 6Hz, 1H), 7. 15-7. 18 (m, 1H). 

7. 30 (d, J = 2. 7Hz, 1H), 7. 44 (s, 1 H), 7. 54-7. 
59 (m, 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1H). 

8. 57 (d, J = 9. 0Hz, 1H). 12. 45 (s, 1 H) 
MMftffiM (E S I -MS, m/z) : 4 6 5, 4 6 7 (M*+ 1) 

%%&\2 2 : N- { 2 □□- 4 - [(6, 7 -*J* h^v- 4 -4V 'J ;|/) :fr 
±id 7x-;i/} — n ' - (4-/h*v7x-;io frU7J£&*g 

2-2UU-4- [(6, 7-x* h*v-4-4VU;i/)**«>] 7-UX1 
OOmg) £*nD*;UA (4ml) 4-^h + y7iZJKV 

^7^- h (6 0m 1) 4JD^TiiT-«SJ5Lfc. «JET»»*S5feL, 
e>ttfcS££^fi©£OD#;i,AKi8j|¥Lifc. ful:#l©i-f;i/SJ0A, tff 
fflLjfcfl:»£!ft§l»t3fiU N-2-*DP-4- [(6, 7-x^ h*i>-4-* 
J >j;W 7x^-N' - (4-* h + y7iZJW 7U7^90mg, 

M6 7%Tf#Aco cti^^^y-;i/4m i ictf^ffli, ^-^y-JUgflfc 

'H-NMR (DMSO-d,, 4 0 0MHz) : <5 3. 7 3 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H), 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d. J = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d, J = 2. 7Hz, 1 H), 8. 39 (d. J = 
9. 0Hz, 1H), 8. 49 (s, 1H), 8. 82 (d, J=6. 6Hz, 1 
H), 9. 4 9 (s, 1H) 

§Mm2 3:N-{2-^PP-4-r(6, 1 -V* h=Ev-4-^ J U )l) 

^-^'>i7x-;i/} - n ' - LLz±Zf2k> 

2 -/ 7Pn _4- [ ( 6> 7-^ h + y-4- + ;>JJW t+y]7^U> (1 
2 2mg) ^DDt^A (10ml ) CigjSL, 1 - t75 L MVy7t- h 

(7 5mg) zm?LT^i&r-mM&Lfz e Kifomz*$ 

-"r)[s$:1)Q7Ltzo flriULfclSH^MU gtM<Dlt&®}$: 1 0 5 m g , K$5 7 

'H-NMR (CDC 1 4 0 0MHz) : 6 4. 0 3 (s. 3H), 4. 0 4 (s, 
3H), 6. 44 (d, J = 5. 4Hz, 1 H), 6. 72 (s. 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55 
-7. 69 (m. 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8- 8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1Hz, 1H) 

KS^I/fM (E SI-MS, m/z): 500, 502 (M'+ 1) 
m&&l2 4 : N — (2, 4-/7MD7i^) - N ' - {4- [(6, 1 -V 
* h*->-4-*/ -2, 3-y^^7iZJH 1^7 

4- [(6. l-i>* h^v-4- + yj;U) **r s s]-2, 3~"J^)iy- 
»J> (7 10mg) ££P07fc;i/A (7ml) Ki8flPL;fc&, 2, 4-y7M 
0 7xZMVy7t-h (3 10/tl) £taATMftaSit£ 1 f^l Lit. 

g. JRS(S7 0%T'f#fc. 
'H-NMR (CDC 1 ,, 4 0 OMHz) : 6 2. 14 (s, 3H), 2. 27 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d. J 
= 5. 4Hz, 1H). 6. 7 8- 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1H), 7. 10 (s, 1H), 7. 40-7. 
45 (m, 2H), 7. 61 (s. 1H), 8. 03-8. 12 (m, 1 H), 8. 
4 6 (d, J = 5. 4Hz, 1H) 

n&ftffiM (FAB -MS, m/z):48 0 (M*+l) 
mmm2 5 : N- (4-r (6, h*->- 4 - U;U) 

3- y/f;l/7xZJ|/} -N' - (4-7;^Q-2-^fJ|/7xZJl/) frl/7 
4 -[(6, 7->7 **is]-2, 3-^*^)17- 

U> (1 2 Omg) *$uuiSs)\,h (10ml), MJX^;i>73> (1ml) 
i§fl?Lfc&, ^*nn**>K:jg#LfcMJjf>*y> (1 1 Omg) £JnAT3 
0^r B 1I£«LL #£4-7,M-D-2-;*^7-'J> (126/ii) 

LT^e»nfcas&, £nn#;k&/**y-;u 01/9) T-Mnrtsvu* 

y;i^nvh4f7 7-f-k:J:D*MBU nmoitS®*! 6 Omg, iR*9 1% 

'H-NMR (CDC 1 3, 400 MH z ) : 5 2 . 12 (s, 3H), 2. 2 2 (s, 
3H). 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz. 1H), 6. 33 (s, 1 H), 6. 42 (s, 1H). 
6. 9 4- 7. 0 3 (m, 3H). 7. 43 (s. 1H), 7. 4 6- 7. 5 5 (m, 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 
R*#*Ht (ES I -MS, m/z) : 4 7 6 (M'+ 1) 

gyfiff|2 6 : N- (4-r (6, 7 -y* 4-^7 'JJl) 2. 

3-->7^7i_;M - N ' - (Z-7)V*U-2- 

7 

4- [ (6. 7-y/h + y-4-+y'J^) 3-^^^U7- 
•J> (1 2 Omg) &>7UU*)Vk (10ml), HJX?JU75> (1ml) \Z 
®ffibtz&, i?*7UU*?>\,z®mLtzy*)*7,>r> (1 1 Omg) ZImtiTZ 
Oftffl£i&T?®WLfz. ^C3-7MD-o-7-yy> (132^1) £Jn 

f#bti7c5i^^, tuu*)Vk/*2 ;-)\, (9i/9) -vmrntzz/vtiyji 
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'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 1 5 (s. 3H), 2. 3 2 (s, 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d. J = 5. 4Hz, 1 H), 6. 7 2 - 6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d, J = 8. 5Hz, 1 H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
WMftViM (ESI-MS, m/ z ) : 4 9 2 (M'+l) 

mmm2 i .• N-(5-7a^-6-^^;u-2-bfjy;i,)-N , -{4-r(6, 

7-y^h^y-4-^yU^) ^->1~2, 3->7^7iZJM ^1/7 
4-[(6. 7-y7h + y-4- + yUiW t^y]-2, Z-'J^^)V7~ 

»J> (1 2 Omg) A (10ml). MJX?MU75> (1ml) Jz 

mmLtzlk. iS9UU*$>\z®MLfzb>J*zy> (llOmg) £;ta*.T3 
O^r^MTWL^o ^C6-757-3-7'D ; E-2-^5 i ;i/eUy> (2 
0 8mg) £fln;i. 2Bff^STWL?t. KfomiZ* ? J MJET 
M£@*LTt#£tt£?l££. y-on*;UA/^/_^ (9 1/9) T'fll! 

-t^>-u*v->^dv bifyy^-\z^v)nm^L. ^moit^m* 1 o 3mg, 

TO 5 2%Tf#£„ 

'H-NMR (CDC 1,, 4 0 OMHz) : <5 2. 16 (s, 3H), 2. 4 2 (s. 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H), 6. 64 (d, J = 8. 8Hz, 1H), 7. 
04 (d. J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 64 (s, 1H), 

7. 74 (d, J=8. 8Hz, 1H), 7. 91 (d, J = 8. 8Hz, 1 H), 

8. 29 (s. 1H), 8. 45 (d, J = 5. 4Hz, 1H), 11. 30 (b 
r s . 1 H) 

fffi##HI (ESI-MS, m/z); 5 3 7, 5 3 9 (M'+l) 
mmm2 8 : N- (5-^PD-2-eu^;U) — N ' - (4- [(6, 
h^->-4 -»yj;P) x^fyj -2, 3-y^fJ|/7x-)H 

4- [(6, K + X-4- + / IMI/) -2, 3-v^^7^ 
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U> (3. OOg) ^^OD*M (150ml). h'Jlf^75> (6ml) 
iz®Mlsfz'&> iS2nn*?>iz®MLtchV*7,7> (2. 7 4g) £JdxT 
^jgT3 0#FbTO£L£„ ^fC2-75y- 5-^DDtr'J^> (2. 3 8 g) 

Lfc. MffiT«£@£LTf#e>n£:3l££, ^PO^I/A/^ryV-^ (2 0 

3. 4g, «7 7%T*f#£. 

'H-NMR (CDC 1,, 4 0 0-MHz): 5 2. 16 (s. 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H). 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s. 1H), 7. 6 2 - 7. 6 8 (m, 2H), 

7. 90 (d, J = 8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b 
r s, 1 H) 

IIMM (ESI-MS, ra/z) : 4 7 9, 4 8 1 (M'+l) 
mmM2 9 : N— (5-ya ; &-2-bf'Jv;i.) -N' - {4-f (6, 7-y 

4-[ (6, 7-y/h + y-4- + yij;M t+y]-2, Z-'y^^J- 
U> (1 2 Omg) &£pp*;ua (10ml), h'Jx5 1 ;U75> (1ml) 13 
fgfifLfc^ y^OD/^>l:giLfcHJ^y> (1 lOmg) £2jn;LT3 
0»P B 1ifi«Lfc o ^C2-7i/-5-7ote'Jy> (19 2mg) £ 

Tnztitz^z*, >7uu-fr)Vk/*? ;-)\, (9i/9) T*mffl-rz>istjfty 
jizn^htf^yj-izkommLfz, mmzgikL, 'pmv*? y-^t^m 

(DX-7^Ti&li£t/riii£i±MU mmtDitGWlZS Omg. iK^4 1%Tl# 

'H-NMR (CDC 1), 400 MHz): 6 2. 16 (s , 3H), 2. 3 8 (s, 
3H), 4. 06 (s. 3H), 4. 08 (s, 3H), 6. 31 (d, J=5. 1 



WO 00/43366 



PCT/JPOO/00255 



- 65 - 

Hz, 1H), 6. 96 (d, J=8. 5Hz, 1H), 7. 03 (d, J = 8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1 H), 7. 75-7. 7 
7 (m, 1H), 7. 89 (d, J=8. 8Hz, 1H), 8. 31 (d, J = 2. 
4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 
11. 17 (brs, 1 H) 

Stfi##rffi (ESI-MS, m/z): 5 2 3, 5 2 5 (M'+ 1) 
mMW3 0 : N— { 4 — f (6 , 7-ypt h^->- 4 U;U) :fr^>l-2. 

3- y/^7x-JH — N ' - (2-^^->7i^) 

4-[(6, 7-y7h + y-4- + /UJ» **:>]-2, 3-v*3\/l/7X 
U> (120mg) *2UU*)V2± (10ml) tjg^L. 2-/F + y7xZ 
WyyJt-h (60/il) £i!JDAT£i&T-ift«#Lfc. 

^d^Mox-r-^Sriin^fc. #faiLfe*ss*»«L» nmoit^mzi 3 1 

mg, iR^7 5 %Tf#£. 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 2. 16 (s. 3H), 2. 32 (s, 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H). 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 85-6. 87 

(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H). 7. 41 (d. J = 8. 5Hz. 
1H), 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1 H), 8.4 5 (d, J = 5. 4Hz, 1 H) 

nmftVrM (ES I -MS, m/z) : 4 7 4 (M*+ 1) 
mmM3 1 : N- (4-f (6, h^-y-4-^7 0)1) ^^->1-2, 

3-y^f^7x-JH -N' - (2-/^7x3) 

4- [(6, 7-y^h*y-4-+yiJ)|/) **>-]-2, 3->7^7l 
'J> (12 Omg) ZZanftfrA (10ml) KJ8fl¥U o_- HKMVy 

(5 Su 1) fciDATMT--«tt#Lfc. EJ&*fc**y-;i,£iin;^ 

fi©x-T-;u*nnAfc. waiLfc^ft$a©L. gicft^nomg, jr 

$7 0%Tt#£. 
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'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 12 (s, 3H), 2. 22 (s, 
3H). 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 -6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1 H), 7. 14 
-7. 17 (m, 1H), 7. 2 4-7. 2 9 (m. 2H), 7. 43 (s. 1H), 
7. 49 (d, J=8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

Wmfttirm (ES I -MS, m/z) : 4 5 8 (M*+ 1) 
mmM3 2 : N— (4-^DD-2-/^7x-JW — N ' - {4-f (6. 
7 h^->-4-^y'J>>l/) ^^1-2, 3 -v^^;1/7ji-;[/} fr^y 

4-[(6, 7-y^h*x-4- + /iJJW 2, 3-^5=-^7=. 

»J> (12 Omg) £^oo*;UA (10ml), MJx^;P73> (1ml) K 
*«PLfcft, -;^no**>K:jg#Lfc h'J^xy> (11 Omg) £JD*.T3 
o#iBJ£i&TS#L;t. *l:4-^DD-2-/Wxij> (now D £ 

T»£nfcg|££, (9 1/9) TJSijf 5->U #y 

'H-NMR (CDC 1 1, 400 MH z) : 6 2. 14 (s, 3H), 2. 18 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H). 4. 07 (s, 3H), 6. 
24 (d, J=5. 4Hz, 1H), 6. 33 (s. 1H), 6. 40 (s, 1 H). 
7. 03 (d, J = 8. 5Hz. 1H), 7. 19-7. 21 (m, 2H), 7. 
42-7. 4 4 (m, 2H), 7. 60 (s, 1 H), 7. 65 (d, J = 9. 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 

MMftVrM (E S I -MS. m/z) : 4 9 2, 494 (M'+l) 
gMMi 3 •• N- (4-f (6, h^y-4-^;'J^) ^'>1-2. 

3-y7fJl/7x-JH -N' - (2-bf'J^U) frU-7 

4-[ (6, 7-i/7h + y-4-*yj;W **->)-2, 3-y^f^7- 
»J> (1 2 Omg) £?PD*)hk (10ml), HJX5S>U75> (1ml) (C 
Sf*Lfe«, : s>?uu*9>\zmm\stz h 'J*xy> (11 Omg) £JD;LT3 
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oftmmwemwbrz. mz2-7^j t°u->*> (io4mg) zhupi. -mu 
>?uuits)V2±/*? (9i/9) TJi&rr £->'j#^>£niv 

'H-NMR (CDC lj, 4 0 0MHz) : 6 2. 16 (s . 3H), 2. 4 1 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d. J=5. 4 
Hz, 1H), 6. 9 2 -6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m. 
1H), 7. 97 (d, J = 8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s. 1H), 11. 77 (b 
r, 1H) 

nmftVrm (ESI-MS, m/z):44 5 (M'+ 1) 
mMM3 4 : N — (4-f (6, 7 -V* h^->- 4 -^7 ^vl-2, 
3-y^^7iZM - N ' - (5-/^;i/-2-L'U VT 

4-[ (6, 7-y7h + y-4- + y'J^) ^*v]-2, 3-y/^7- 
U> (1 2 Omg) *>7UU*s)\,K (10ml), h'Jx^;U75> (1ml) \Z 
®ffiLtz'&> iS?na*$>\zmMLfzb>J*7,5-'> (11 Omg) £jto*T3 
OttfflMi&-CM&Ltzo ^H2-7ay , -5-tfn'J> (12 Omg) ^iD^., 

tifzmzz. vuu*)ih/*$ ;-)], (9i/9) T®^-rs->u*^>^o 

■Zhtfyyj-iZcklommL* mmcDitSWlZ 1 2 2mg, «7 2%Tf#7c. 
'H-NMR (CDC 1,, 4 0 OMHz) : 5 2. 1 5 (s, 3H), 2. 2 8 (s, 
3H), 2. 39 (s, 3H). 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1 H), 7. 45-7. 48 

(m, 1H), 7. 64 (s, 1H). 7. 99 (d, J = 8. 8Hz. 1 H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d, J = 5. 4Hz, 1H). 9. 
2 3 (s, 1 H), 11. 7 7 (b r , 1 H) 

SfS#*fHt (FD-MS, m/z) : 4 5 8 (M*) 
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mmm3 5 : n- u-r (6, h^->-4-*/ uju) 

4-[ (6, 7 -V* h*5>-4 >j;W t+y]-2, 3-^*3MU7~ 
U> (1 2 Omg) S^dp*;I/A (10ml), HJX5MU7S> (1ml) (C 
^PD^WLtMJ*xy> (1 1 Omg) ^MT3 
0»MMT*#Lfc. ^{36-75/-2-trnU> (12 Omg) £flD;L> 

SI**. ^nn*J^/7th> (4 0/6 0) TJSMTS~>U tWI^ov h 

'H-NMR (CDC 1 4 0 OMHz) : <5 2. 1 6 (s. 3H), 2. 4 4 (s, 
3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 61 (d, J = 8. 3Hz, 1H), 6. 
82 (d, J = 7. 6Hz, 1H), 7. 04 (d, J = 8. 8Hz, 1H), 7. 
4 4 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1 H), 7. 6 5 (s, 1H), 7. 
79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1Hz, 1H), 11. 7 6 (b r, 1 H) 

(FD-MS, m/z): 45 8 (MO 
nMM3 6 : N- (4- [(6, 7 - V* h*->- l ) M - 2, 

3-y7f^7i-Jl/l — N ' - (4-^^y7x^) frt>7 

4- [(6, 7-^h^y-4- + 7'JJW -2, 3-v*5P;i/7- 

U> (10 Omg) £^dp*;UA (4ml) l:jg»Lfci, 4-/h+y7i 
zMyj/J^-h (6 0#1) SJDATMT-ftjRjfcLfc. »flET»»*S 
*L, f#bn£^££'>fic^DD*;l/A(cig^L£. ^C1(C#1:©x-t-;I/S: 

tax. ffiitiLrcfcmz^mi&L. mmo<t£®zi 1 smg. «78%-t?f# 

'H-NMR (CDC 1 j, 400 MHz): 52. 0 2 (s, 3H), 2. 3 0 
(s,3H), 3. 76 (s, 3H), 4. 06 (s, 3H). 4. 12 (s,3H), 

6. 46 (d, J = 6. 3Hz, 1H). 6. 78 (d, J = 9. OHz. 2H). 
6. 91 (d, J = 8. 8Hz, 1H), 7. 39 (d, J = 9 . OHz, 2H), 
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7. 67 (s, 1H), 7. 69 (d. J = 8. 8Hz, 1H), 7. 92 (s, 
1H), 8. 2 0-8. 2 3 (m, 1 H) 

(ES I -MS, m/z) : 4 74 (M'+ 1) 
^2&ffJ3 7 : N- (2, 4-y7MD7iZ^) — N ' - {4 - [(6, 7 - v 

/hty-4-^yj;i/) -2, 5 ~^^5 L ;i/7x^;t»} vvt 

4- [(6. 7-y7h + y-4-^UJW -2, 5-v*3^7- 

U> (2 0 0mg) $^Dn*M (1 5ml) IMLfct, 2, 4-/7^ 
tD7x-MVy7t-h (88tf I) £iDAT;&Di&if 8££ 1 l^ffi Lfc. EJfc 
^□□*;i/A/7-fch> (4/1) ■ClPSt5'>iJ*y;^D7h^7 7 
W-CfcOWfiU il®^^2 8 7mg. W9 7%Tf#fc„ 
'H-NMR (CDC 1 3, 4 0 0 MH z ) : 5 2. 17 (s, 3H), 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

®*##fffi (FD-MS, m/z) : 4 7 9 (MO 
ggMffil 3 8 : N - (4- [(6, 7 -'J* V*i/-4-* J V )V) ttis] -2, 
5-y7^7x_JM — N ' -y°D^)lOUY 

4- [(6, 7-y/h + i/-4-*yj;i/) t+v/] -2, 5-5>*9MP7= 
•J>(1 5 Omg) £^OP*;i,A (1 3ml), h > ( 1 . 5ml) 

^OD*;UA{C^LAch'J^xy> (15 1mg) £Ju*T. 
timMffi&5ttr$Lrz. ^\Zn-Zfn\d)VJS.y (3 3mg) ZlJQXT. £*>IZ 

mmmrnz 2 mm l&. Kfomzm%ifc®*m-f b u o&*®mztinx.tr< v ^ 

^□□^;UA/7"fe h> (4/1) TSBB-rS2/U*y;U^nvh^7 7w-t 
<fcB««U mmwitG®*: 1 7 8mg, JK$9 5*Tf*fc. 
'H-NMR (CDC 1 4 0 0MHz) : 6 0. 94 (t, J = 7. 3Hz, 3 
H) ,1. 51-1. 65 (m, 2H), 2. 15 (s, 3H), 2. 26 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s. 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m. 1 H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz. 1H), 6. 98 (s. 1H), 7. 43 (s, 2H), 7. 58 
(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
S*#WM (FD-MS. m/z) : 4 0 9 (MO 
^6&ffJ3 9 : N- (4-^DD-2-/^7x-;i/) — N ' - (4-f (6. 
7-y/h^y-4-4/'JJl/) 5-y7^7ilJM -)|/7 

4-[ (6, 7-y7h + y-4- + /'J^) **is]-2, 5-iS*?)l>7- 
U > (10 Omg) ^PP/ftJUA (10ml), MJx^;i/75> (1ml) £ 
»fl¥Lfc&. yi?DD^^>l;iJ|Lfch'J^7-*> (9 2mg) 0 
^11fiT|j$Lfc. <*:(:4-^DD-2-/^7z'J>(44/i 1) 

fc. #TtB L7cl§.H£MU »^Mll8mg, K$7 8OTc. 
'H-NMR (CDC li, 4 0 0MHz) : 5 2. 1 6 (s , 3H), 2. 21 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s, 1H), 6. 32 (s. 1 H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9-7. 63 (m. 2H), 8. 45 (d, J = 5. 
1Hz, 1H) 

nmftVrm (es i -ms. m/z) .-492, 494 (m*+d 

&8fifl»l4 0 : N — { 4 — f (6, 7-y^ h^>- 4-^7 UjU) ;fr*:>1- 2, 
5-y7f^7xZJH — N ' - (4 -7Jl/:frP- 2 x.~)V) 

4-[(6, 7-y7f»^y-4-+;'J^) t+yJ-2, 5-y^^7- 
U> (1 0 Omg) J^DD^A (10ml), hUX3SM,75> (1ml) \Z 
> ? ^PD^^>tg»L&h«J^y> (9 2mg) £JD;LT30 
^MMTil^Lfc. 5fc(Z4-7;^n-2 -^W-'J > (42/* 1) £in 

tf^ATffittJU y-PP*^AJI£M:hh y£AT&$L£. «JIT*j«*S 
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'H-NMR (CDC Is, 4 0 0MHz) : 5 2. 15 (s, 6H), 2. 3 0 (s, 
3H), 4. 05 (s, 3H), 4. 06 (s. 3H), 6. 24 (s, 2H). 6. 
28 (d, J = 5. 1Hz. 1H), 6. 94 (s, 1H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9- 7. 5 2 (m, 1H), 7. 58 
(s. 1H), 7. 64 (s, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
mmfttifm (ES I -MS. m/z) :4 7 6 (M' + 1) 

mffiM4 1 : N— {4-r (6, 7-v;t h*is-4-*y U;1Q ^^5>1~2, 

5-y7f^7iz;|/} — N ' - (3-7J^a-2-^h^->7iZjl/) 

7 

4-[ (6, 7 -v* h + v-4 - + 7 ^v]-2, 5-vpi^;i/7- 
U > (1 0 Omg) %$nnft)UA (10ml), h Ux^75 > (1ml) (C 
7§a?L7c^ ^□□^>t;:^L7ch I J*7 > v~*> (9 2mg) £2in;tT3 0 
»»«Lfc. ^l:3-7Mn-_o-7"yy> (44^1) 

ATffitiiU v-Dn^l/AJI^^MJ^ATf^L/c:. MJBETig$g£g£ L 
Tt#<=>*17c^£&, ^□□^;i/A/7-feh> (2/1) TJH^-T-Sv'J*^^ 
□ h?77 <<-\Z&<on^L. mm<Dit%®% l 2 6mg, JR^8 3%T#/co 
'H-NMR (CDC 1 >, 4 0 0MHz) : 6 2. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 

(s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4- 6. 7 9 (m, 
1H). 6. 9 7- 7. 0 3 (m, 3H), 7. 44 (s. 1H). 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 0 2- 8. 0 4 (m, 
1H), 8.4 8 (d, J =5. 1Hz, 1 H) 

nmfttirm (ES I -MS. m/z) : 4 9 2 (M' + 1) 
HMffH 2 : N— (4-f (6, h^>>-4-^y U;|/) ^-^->1-2. 

5-y/f^7x-;H - N ' - (2-^fJP7i-^) frU7 
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4-[(6. 7-^S^-4-+yj;l/) ^'>]-2, 
U> (10 Omg) £?PO*;!/A (10ml) fcfl&PU o-hHHVJ' 
7^— h (46/i 1) SJOArMT-ttflMfcLfc. EffctttC^y'-JUfeiD*., 
MEETi^*«*LT*&nfc»£S, ^PP*;UA/7irb> (2/1) TJS 
W-r*>"J*y^DThif7 7-f-K:J:0««U««ofl:^4fcfti limg, 
»7 9%T#fco 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 12 (s, 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz, 1H). 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1 H), 
7. 11-7. 15 (m. 1H). 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 (d, J = 7. 8Hz, 
1H), 7. 68 (s, 1H), 8. 43 (d. J = 5. 4Hz, 1 H) 

HS##rM (ES I -MS, m/z);4 58 (M'+ 1) 
|jfi4 3 : N — (4-f (6, 4 -4V U;U) **~>]-2. 

5-/^f^7xUW — N ' - (2-^h^y7x-^) -7^7 

4-[ (6, 7 -v* h*v-4-*7 3"*v]-2, 5--7^^7- 
U> (10 Omg) £?PP*;i/A (10ml) 2 h + y7x- 

MVy7t-h (49w 1) «:UPAT-»^SSitLfc. 
^Jn^> «JETi$&£S£LTft£ttfc38S£, 7PO*;i'A/7-feh> (2/ 

'H-NMR (CDCl^OOMHz): 52. 14 (s, 3H), 2. 24 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s, 3H), 4. 07 (s, 3H). 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1H), 6. 95 
-7. 03 (m. 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56 

(s, 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

KS##rffi (E S I -MS, m/z):4 7 4 (M'+ 1) 
&8B0j]4 4 : N-(5-7n ; £-6-^^;i/-2-b°Ux;i/)-N , -{4-f(6, 
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7-y7h^ y-4-^/'JJ|/) **i/]-2. Jl/7xZJM ^7 

4-[(6, 7-y^^y-4- + 7U;W ^>]-2, 5->>*^;U7- 
U> (1 0 Omg) S^nosM/A (1 0ml), hUlf;i/7$> (1ml) \Z 
®MLtz&. Vtruu*2>\z®m\stcVV*7>7> (9 2mg) £Jo*.T3 0 
ftN&mxHLWLtz. ^{36-75y-3-7*P ; 6-2-^^;Ut°Ux> (6 9 

mg) £in*. Mux'-mmwLrzo Kfomzmfammymthw^mmz 

X— r;H£in*fc. *rfflLfcea*aiRL» £H0<fc£tt£ 8 0 mg , «4 8 

"H-NMR (CDCh,40 0MHz): 62. 18 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H), 6. 34 (d, J=5. 4Hz, 1 H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1H), 7. 
70 (s, 1H), 7. 74 (d. J = 8. 5Hz, 1H), 8. 05 (s. 1 H), 
8. 46 (d. J = 5. 4Hz. 1H). 11. 17 (br, 1 H) 
KIM (ES I-MS, m/z) : 5 3 7, 5 3 9 (M'+l) 
£MM4 5 : N — (2, 6-v* h*r~>- 3 - - N ' - (4~r (6, 

7-y* h*S/-4-4VJJl/) *-*->l-2. 5-y/^7iZJ|/) frU7 
4-[(6, 7-^ h*y-4-*/'j;W ^y]-2, 5-y^^7z 
U> (1 0 Omg) ££odsM,A (10ml), MJX3\fP75> (1ml) lc 
y^DD^^>CiiLfchij^xy> (9 2mg) ^iD^.T3 0 
ftffi£ffiXmWL1t. ^(C3-75y-2, 6-v^ h*^t?'J^>(7 Omg) 
£SDA, S»T-»l8j}iLft. S^tz^n^TKm^-hU^ATK^^Sn^^ 
PO^AtftttiL. ^ao^Al^Sg^^-h'J^AT^Lfc. «ET»« ' 

)l<$:1}Uz.tc. #rfflL£l£Jl£MU $BOM*12 4mg. W7 9%T 

'H-NMR (CDC l,, 4 0 0MHz) : 6 2. 1 7 (s, 3H), 2. 27 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s. 3H), 4. 
07 (s, 3H), 6. 31 (d. J = 5. 1Hz, 1 H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s, 1H), 6. 74 (s, 1H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1H), 8. 
20 (d, J = 8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 
HM##HI (ES I -MS, m/z) : 5 0 5 (M* + 1) 

^SffJ4 6 : N— {4- [(6, 7-y* h^x- 4 J U >>U) ^-^->1 -2. 

5 -V*^)17 3L-)V} — N ' - (4-* N^->7x-;i/) 0^7 
4- [(6, 7-y^^y-4-^;iJjW 2 , S-is*^)VT- 

U> (lOOmg) *Vuu*)\,h. (4ml) 4-^h + y7i 

^HVW-h (6 0m 1) ^JD^T^T— H££)£L7c. MffT&ig£g 

fc. 

'H-NMR (CDC U 4 0 OMHz) : <5 2. 0 7 (s, 3H), 2. 26 (s, 

3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H), 6. 

39 (d, J = 6. 1Hz, 1H), 6. 80 (d, J = 9. OHz. 2H), 6. 

87 (s, 1H), 7. 36 (d, J = 9. OHz, 2H), 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 67 (s, 1 H), 7. 80 (s, 1H). 8. 

19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
fffi##rM (ES I -MS, m/z) : 4 7 4 (M*+ 1) 
mMM4 7 ; N- (4- [(6, 7 - y7 ~ 2 

--hD7i-JM — n ' -^ae^^uy 

4- [(6, 7-v* h + y-4- + /'Jjl/) ^y] -2-~ hD7~U>(l 
5 0mg) ^DD^MdOml), hUlWSXl. 5ml) lcg» 
Lfc&, ^PD^Al:S»LfcMJ^y> (14 4mg) £iD;LT, jfjpiftjt 
i«*5£MLfc. *Kn-yn^75> (3lmg) £M?iT, $bl:iDil 
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$2U SH§tfHt£t>£ 1 6 Orag, JR$8 6%T*#£. 

'H-NMR (CDC 1,, 4 0 0MHz) : tf 1. 01 (t, J = 7. 5Hz, 3 

H) ,1. 5 9 - 1. 6 9 (m, 2H) ,3. 2 7-3. 3 4 (m, 2H), 4. 

05 (s, 3H), 4. 06 (s, 3H), 4. 95-5. 01 (br, 1H), 6. 

47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m. 3H), 8. 04 
(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz. 1H), 9. 7 4-9. 7 9 (br, 1 H) 
Sl^lffl (FD-MS, m/z ) : 4 2 6 (MO 
»fl!4 8 : N— (2, 4-y7MQ7i-;|/) — N ' - (4- [(6, 7-y 

4 -[(6, 7-v* h + y-4- + 7U;W^y] -2-~ hpy-'JXl 
0 Omg) fc^oosfr^A (10ml). HJX^;P75> (1ml) JCjgfilLfc 
^PP*;UAfZtgfi?L£HJ*y;y> (96mg) £Jn;LT, MI^5 
#MLfc. ^(C2, 4-v7;i/tD7-'J> (4 5mg) £JD*.T, S^IcM 
ilflfcS: 1 iftLfc. S^«!tiaiDftgg7lc*± h 'J £A7jtjg?££Jn;L^-< 7£±K:# 

^A/7th> (3/i) -cjgiB-r-5»a^u*y;u^PTh^7 7^-fc«fc 

'H-NMR (CDC 1 ,, 4 0 0MHz) : 6 4. 0 5 (s, 3H), 4. 0 6 (s, 
3H), 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0- 7. 5 4 (m, 1H), 
7. 8 8 - 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J=9. 3Hz, 1H). 9. 
9 8 (s, 1H) 

JCi^tfrffi (FD-MS, m/z): 4 9 6 (M*) 
£flggj|4 9 ; N- {3, 5 -y^DP-4-r (6, 7 - K=frf>- 4 
UAO ^v17x-;l/} - N' - (2. 4-v7MD7i^) 7l/7 

3, 5-v^DP-4-[ (6. 7-y/h + y-4-^;'JjI/) t+x]7- 
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U> (5 3mg) €:^DD*;PA (5ml) C»#U 2, 4-y7MD7i 
-;KVv7±-h (34/z 1) SiDAT-lftJn&igatLfc. MJ£Tl£$££@f£ 
LTftSftfcJBS*, 7PD*;UA/7il h> (2/1) T*mm? Sis') tiff )l 
^nTh^77W-fc«fcO«»L,^jlO{b^&5 6mg > iR$74%Tf/c. 
'H-NMR (CDC 1,, 4 0 0MHz) : <5 4. 0 5 (s, 3H), 4. 09 (s, 
3H). 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6- 6. 9 3 (m, 2H), 
7. 05 (s, 1H), 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s. 
2H). 7. 64 (s, 1H), 8. 01-8. 05 (m. 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

SMM (FAB-MS, m/z): 5 2 0, 5 2 2, 5 2 4 (M'+ 1 ) 
&ti£W5 0 : N- (2, 4-y7MD7i-JW - N ' - ( 2 - 7>>iv;j-p - 4 

- (16-* 7 - (2-^|/7^'j;xhty) -4-4V Ujkl±±±j 
7x~;i/) »7i>7 

N- (2, 4->'7MD7x^) -N' - { 2 -7 )ls*n- 4- [(7-fc 
Ko*^- 6 b*i>-4-3V 7x-;H «7U7 (2 Omgh 

»'J^A (7mg), 3^tf h7-n-7"W>^-^A (2mg). N 

- =E;PsI%>J (lOmg) £N. N-V*^)V*)V 
A75K (1ml) \Z®ML 7 OtT-tWUc, S^f'gSfa^Tk^^- h 

7-;K3 0/l)Tllt5liyiJM'WP7hy77>f-l;J:r)iil!L 1 
»M$14mg. tt*5 7 3K"T?»fc. 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : (5 2. 5 7 (t. J = 4. 4Hz, 
4H), 2. 88 (m. 2H), 3. 69 (t, J=4. 4Hz, 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5. 
1Hz. 1H), 6. 7 7 - 6. 9 5 (m, 4H). 7. 35 (s, 1H). 7. 4 
3 (s. 1H), 7. 9 6- 8. 0 2 (m. 1H), 8. 13-8. 17 (m, 1 
H), 8. 44 (d. J = 5. 1Hz. 1 H) 

^8SffJ5 1 :N- (2-7DD-4 - lf6 h^is- 7 - (2- : E^'J7X 
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-4-*/lUU] Ijl'M — N ' - (2, 4-y7MD7 

x~;|/) t)V7 

N- {2 -£DP-4- [(7-th*D+y-6-^ h*->- 4 'J ;|/) * 
7x-;H -N ' - (2, 4-y7M07i^l/) £1^7 (1 7 4mg) 
£N, N-y^fMM75K (9ml) (C^L^, j^^'J^A (64 
mgK 3^7{b^ K^-n-y^;U7> ; Er:'i7A (14mg). N— (2-^OD 
X^;U) tJUsfcU^ttBMfc (8 6mg) ^Jn^Tc. 7 0 *CT 1 7 ttMlt$ft. S 
^{CtSfP^^7jc^^- h U ^AtK^^JDA, A TfflitJU ^dd^ 

£0 0*;i/A/**y--;P (2 0/1) TH5Sny'J*WP7h^7>f 

'H-NMR (CDC 1,, 4 0 0MHz): 6 2. 6 0 - 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d, J = 
5. 1Hz, 1H), 6. 8 5 - 6. 9 7 (m, 2H). 7. 09-7. 17 (m, 
2H). 7. 2 2 - 7. 2 7 (m. 2H), 7. 42 (s. 1H), 7. 50 (s. 
1H), 7. 97-8. 01 (m, 1 H), 8. 28 (d. J = 9. 0Hz. 1H), 
8. 5 1 (d, J = 5. 1Hz, 1H) 

K«##rM (ES I -MS, m/z) : 5 8 5, 5 8 7 (M'+ 1) 
»ffJ5 2 : N- (2, 4-y7MD7i-^) — N ' - (4 - ([6-^h=fr 

f^7x-^) frU7 

N- (4 — {[ 7 — K>v;u**-» -6-/ h^^-4- + y 
-2, 5-y^^7i-JW — N ' - (2, 4-y'7MD7xZj|/) OUT 
(3 6 6mg) £N, N-y^fMM75F (6ml) (Cjg3?U 7j<MA 
(3 6 6mg) £JP7t, *mmM%Tm&T 1 m®&Ltc. 
£g£L^Dn*;UA, t7^MSLfc„ Wz. MffiT 

&$&§5feLT*#£ft£g|£ (2 1 3mgh ^77U^7A (1 0 9mg), 3 0 
it-r h^-n -Zf^Jljy^-Ol* (1 2mg)> N— ( 2 - 0 □ □ X? 1 ;!,) ^EJU 
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*U>ifiKifi (7 4mg) £N. N-y^fMM75 K (5ml) tjgfllL 

LTftsnfcas*. ^□□*;wA/ / ^^y-;p (io/i) TfitH-fsfcjiv' 
u*y;i/^p-7H^7 7w-t«fco«i!L, mm<Dik£%}% 1 o 6mg, ik^s 

5%T#fc. 

•H-NMR (CDC 1 j, 4 0 OMHz) : <5 2. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. OHz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. OHz, 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H). 7. 54 (s, 1H), 7. 58 (s, 1 H), 8. 05-8. 1 
2 (m. 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

mM&\5 3 : N- (4- {[6-pt b*~>-7 - -4 
Z±ZJ1M -2, 5->7^7i-^) — N ' - (2-*h*'>7 

N- (4- {[7- (*<>i?)l,tt>>) - 6 h + x-4- + y 
-2, 5->7^7xlJl/) - N ' - (2-* h + y7x-A) £U7 (3 6 
3mg) £N, N-y^fMM75K (6ml) fcjgflPU TkBKfc/t^v^ 
A (3 6 3mg) £Jn;i> 7jc^#SmT^ST" 1 Iftttft Lfc. «JET*ttE*«* 

«*LT#&ftfc»* (19 1mg), «»*U»>A (2 19mg). 3^fbxh 
7-n-^'5 1 ;i/7>^-'>A (12mg), N — (2-^DO X.J~)l/) tfrftV > 
(14 8mg) $N, N-y^fM;|/A7$ H (5ml) tCigj!?L7 0 

"Ctim^ltc. »ET«IK*S£U &6ftfc8£K:7k£io;t*pp*;uA 

TttfflU ^PP*^A/f£M±HJ£AT£^L7c., »JET*»*ff*LT 

»e>nfc38$&. i7PD^;i^A/p<^y-;i/ (io/i) tji^1"-5^®->u* 
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'H-NMR (CDCl J( 400MHz):S2. 17 (s, 3H), 2. 28 (s, 
3H), 2. 64 (t, J = 4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H), 3. 76 (t, J = 4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H). 6. 30 (d,J = 5. 
4Hz, 2H), 6. 8 6-6. 9 0 (m, 1H), 6. 9 6 -7. 0 6 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s, 1H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

HiH5 4 : N- (2 -^7DD-4- {f6 h^->- 7 - 

h^5» -4-4 : / l JJM^y} 7iZJIj - N ' - (2, 4-/7MD7 

x-;i/) ^7 1/7 

v;WI/7JU**:>K (2ml) t**fls^- h 'J OA (6 0w%, 1 5 3mg) 
6 0rt3 0»t^!Si:l, 4-75;-3-i?oo7xy-;H 
Sl(34 3rag) fcjftD*.MTl O^Lit. ^l/^Ul/sM 1 ^ K (2 

ml) ££#Lfc4-*nn-6-* h*v-7- * 
yj> (254mg) SJnAl 1 0TCT-*«J*Lfc. £«{C7j<£iin;L;7 □ o 

*;UA/7-feh> (7/3) TS_W-r5->U*y;U^DTh^7 7W-t«fc0» 
8!U 2-*PP-4- {[(6-/ h^v- 7 - (2-/h^yIh + y) -4 
7^'J>^±Min^i3 3 2mg^#fc. ^<7) 
^8 3mg$^on*J|/A (5ml) fdig&U 2, 4-y7Mo7i~J|/ 
-f7->7-j--h (3 2^1) fcJDAT-tf&toJRMLfc. »JET*«t&«*LT 

»6ftfc8$&, ^oD^A/7th> (2/D "cswrs*>u*y;u^p 

'H-NMR (DMSO-d*. 4 0 0MHz) <5 3 . 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7-4. 2 9 (m. 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4- 7. 0 9 (m. 1H), 7. 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s, 1H), 7. 51 (s, 1H), 8. 
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09-8. 15 (m. 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 49 
(d. J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
g|jgM5 5 : N- (2-^ag-4 - (f6 -pt h^->- 7 - (2-/h^->X 
M^O 7x~;i/) — N' - (2-/^>7i-JH 

*J*7)VX)V***s* (2ml) {C7jc^{t^ h U (6 0w%, 1 5 3mg) 
6 0*CT3 0#ft#&£fifcU 4-7S/-3-^OD7xy-JH 
11(3 4 3mg) miiST'l 0#$#L£. Jfct v^^l/X^**^ K (2 
ml) lcS»Uc4-^DD-6-^h^>-7 - + * 

yj> (2 5 4mg) fciQjiU 1 OTZT-fom&Lfzo Kfcmzfc&mxZ u u 

*;UA/7-feh> (7/3) Tmffl-tZ'>Vtiy)\'?n-?h!f7 7<(-lz<i:Z)ft 
Mb, 2->7UU-4- {[(6-* h*:>-7- (2-* h*vXh*v) -4 
- + /Ui^y) 7^'J>^±M«lit5M3 3 2mg^. 
5£8 3mg£*PP*;i/A (5m l ) fcjg#U 2-^^7HJKV^ 
h (3 5 m l) **D^.T-lftlinj»JBSSLfc. «ffiT»«E*®5feLTf»Sn 
tzmZZ. >7UU*)lk/7 J tV> (2/1) TZmWTZisVtiyjWn-?}*? 

'H-NMR (DMSO-d,, 4 0 0MHz) 6 3. 7 5 - 3. 7 7 (m, 2H). 
3. 90 (s. 3H), 3. 94 (s. 3H), 4. 2 7-4. 2 9 (m, 2H), 
6. 55 (d. J = 5. 1Hz, 1H), 6. 8 9 -7. 0 5 (m. 3H). 7. 
2 4 -7. 2 7 (m, 1H), 7. 42 (s, 1H), 7. 48 (d, J = 2. 7 
Hz, 1H), 7. 50 (s. 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H). 8. 49 (d, J = 5. 4Hz, 1H), 8. 99-9. 
0 3 (m. 2 H) 

jg£fifll5 6:N- (2, 4-y7MP7i3) - N' - (4- {f6-,*h 
*->-7- (2-* h^yxh^y) -4-^;'J^y) -2, 3-->^ 
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N- (4- {[7- {1>V)V**i/) - 6-/ h*v-4-4V U^+S/} 
-2, 3->7^7i-JH -N' - (2, 4->'7MD7i-W £1/7 
(2 1 3mg) £N, N-^^^JW1/A7$ K (5ml), MJx^;U75> (1 
ml) fcigtfU 7miW7i>0& (40mg) £in*_, 7k*»H£T£»T- 

BETS«E*S*LT^&nfc«$ 1 8 4mg©^09 OmgJN, 
;^;UA75K (1. 5ml) C*tfU U 9A (3 2mg), 3£ 

ft 7 h 7 - n - ^5 1 Jl/7>^-r7A (7mg), 2 -yn^i^M^H-r* 
(32mg) *iPA. 7 01CT-Hft»E#Lfc. SJC^tfiS^BI**^ h U ^ A 
fc&mztox.< £on;fc;i/ATtoifiU £ □ n<fc;PAg£&#5M&T£ f *S'£ A 

ft* 1 1 Omgf#7c„ 

'H-NMR (DMSO-d», 40 OMHz) : <5 1. 9 7 (s, 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J=4. 4Hz, 2H), 
3. 90 (S, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 (d, 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 22-7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 5.1 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1H), 8. 36 (d. J = 5. 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s. 1 H) 

rnmms 7 : n- (4 - (r6-^s^5>-7 - (2-* h^yxh^y) -4 

Z^VUjkM^ill -2, 3-y7f^7i^) — N ' - (2-^h^->7 
x-;P) frU7 

N- (4- {[7- (^>v;M-*v) -6-* h*5>-4-*/ U^]***'} 
-2, 3-y7^7i-JW — N ' - (2-/ hty7x-)W ?U7 (16 
lmg) £N, N-v^^;^;>A75 h* (4ml ), h'Jx7;U75> (1ml) 
7KSHfcA°5v?A (3 2mg) £JjP;i, *SS#BaCT£fflT--l!ft«# 
Lit. £J«£ii7-f hML^Pn^;UA/^^/-;U"ei5fe^Lfe. MJEETi§ 
***ff*LT#6*lfc»* 2 2 3mgCD^^©l 1 Omg£N, N - v*^J|/* . 
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K (1. 5ml) (Cigfl?U ^dl:»'J^A (2 3mg), Suffer- 
V^-n-y'^)V7>^-^h (5mg). 2 - yotif j^f jH-fJP (2 
3mg) SftlA, 7 0fe-Wlfc. KJtS^tfiSfDftK**^- h 'J ^AtKJS 

iSLfc. 3*ET£JK£SSLT»Snfc8££. ^ □ D*;PA/7-fe h > (2/ 

1) TJSBBr^fiJlx'J^y^DTh^^^-f-tCiOfflfKL. 
^8 9mgf|/:. 

'H-NMR (DMSO-di, 4 0 0 MH z ) : 6 2. 0 0 (s, 3H), 2. 1 
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s, 3H), 4. 22 (t, J = 4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m, 2H). 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J = 8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H), 8. 48 (s, 1 H), 8. 58 (s, 1 H) 
mmms 8 : N- (2, 4-y'7MP7x^) — N' - (4 - {[6-;* 
f>-7- (2-^h^yXh^y-4-t/UJI/] -2, 5-vy^;y 

n — (4 — {[7 — (^>^;p^-+5» - 6 h+->-4 -+y ^*^} 

-2, 5 -^^f^7xz;|/) — N' - (2, 4-y'7M07x^) -7 1/7 
(3 6 6mg) £N, N-y^fjl/^ATS H (6ml) Kjgtf'U 7fc$tffc/1 

7yW (3 6 6mg) «riP7L. **#B*TtiTlWWl/&. 

£@£L£ pp*;I/A, ^^y-;Hi»#U, -fe7< h«jSLfc. MJET 
^«*e56LT»^nfc«$ (2 13mg), c*&7J'J r 7A (109mg), 
itr- b ? - n - y^JlsT ^E'V A (1 2mg), 2 -T'atlfJMf JH-f 
;i/ (4 0/i 1 ) £N, N-^fJ|/^A75 K (5ml) {Citfi?L7 0*CT1 

7cS^sr. ^dd^a/^^;-^ (1 0/1) nmmTzmnzsvtiyjw 

O7^77^-l:J;0iIL, &m<D{k&<h£ 1 24mg, iR^7 3 
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'H-NMR (CDC 1 3j 40 0 MH z ) : 6 2. 17 (s , 3H), 2. 2 6 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03 
(s,3H), 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H). 8. 05-8. 14 (m. 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
Kfi^tfrM (E S I -MS, m/z) : 524 (M*+ 1) 

9 : N- (4- {[6-* h^v-7- (2-pt h^ylh^y) -4- 
±Z_HM -2, 5->7f^7x-^) - N ' - (2-/h^y7x 

N- (4- {[7- (^>v;M-*>/) -6-* h+y-4- + ;u;H 
-2, 5-y/^7x~;W -N ' - (2-^h+y7iZf) £U7 (3 6 
3mg) £N, N->7fWA7iH (6ml) U&SU rtBHb/^^tf 
A (3 6 3mg) £3ra;i. 7K^ffl^T^Tl«^L 7c. MJET*£«?£©£ 

»*LTf»Stlfc»S (19 1mg). BtmilVVA (HOmg), atffcxh 
7-n-^?;i/7> : E^r7A (1 2mg), 2 -/'□tXf-jM^X-f Jl' (8 
Omg) £N, N-y^fWA75h* (5ml) fciStfL 7 0 CT 1 M# 

£, ^DO^yA/y^/-^ (10/1) T-iiniiyU^Wo7h 
?7 7j-\z£K>ffimL, %m<Dit<£®£ l 2 8mg, 4X$7 6X-e»fc. 
'H-NMR (CDC 1,, 4 0 0MHz): 52. 17 (s, 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, 3=4. 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz. 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s. 1H), 7. 43 
(s, 1H), 7. 56 (s, 1H), 7. 58 (s. 1H), 8. 12-8. 17 
(m, 1H), 8. 45 (d, J = 5. 1Hz, 1 H) 
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M:##HI (ES I —MS, m/z) : 5 1 8 (M'+ 1) 
HMfl|6 0:N- (4- {f7- (^^Mjy) - 6 - * 4 
UW^-» -2, 3->7^7x-^) - N ' - (2-^h^y7x-f) 
U7 

4- {[7- (^>v;i/^-^v) -6-* h^x-4- + yj;^>') -2, 
3 -V^)V7~^ >(2 6 Omg) £N, N-y^fMM75 K (5m 1 ) 
fcjgfl?L£&, 2-^h^>7x-KVy7t-h (116mg) £}JQ*T^ 

S3cLT»&nfca$S. ^DO*;i/A/7-b h> (2/1) TlPit^ilv 
'J*y;U^n-7h^77-f-t«fcOSfS8L, 6 9mg, iR^4 

7 %T't#fc. 

'H-NMR (DMSO-d*. 4 0 0 MH z ) : 6 1 . 9 9 (s, 3H), 2. 0 
2 (s, 3H), 3. 83 (s-, 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d, J=5. 3Hz, 1H). 6. 81-6. 87 (m. 2H), 
6. 95 (d, J = 6. 1Hz, 1H), 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J=6. 1Hz, 1H), 8. 35 (d, J=5. 3Hz, 1H), 8. 
4 8 (s , 1 H), 8. 5 8 (s , 1 H) 

1 :N-(2-^nD-4-[(6, 7 -i?* h*->- 4 -M 
7x-;U} — N ' ~ (2, 4-x'7Mn7i-JH VU7 
2-2UU-4- [(6, l-V* h + v-4-+^ 4 /U^) **^] 7-U 
> (2 14mg) ££nn*;UA (5ml) fciStfUfclg, 2, 4-y'7MD 
7i-Hyy7t-h (18 0^1) £iD*T7 0tt4^FMLfc. -t^ 

g. »4 6 

'H-NMR (DMSO-d., 4 0 0 MH z ) : 6 3. 98 (s, 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 40 (s,lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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mmftffiM (ES I -MS, m/z):48 7, 4 8 9 (M' + 1) 
g^jN6 2 :N-(2-^DD-4-[(6, 7-y7 hlris- 4 -^VU 
a-^] 7i"JH — N ' fcf;i/fr U7 

2-^on-4- [(6, 7->>> h + '>-4-^'/U^W 7" U 

> (5. 13g) Si7DD*M (100ml). h UX^;U7= > (5 0m 1 ) 
i7no^;UA (3ml) fciSJRLfc h U**y> (4. 5 9 g) 
£Jn*.T3 0$HBHI#L;fc:. ^l:n-7DW5> (2. 7 4g) £fln;LT. 

zg^Lxn zntzmzz. tuutshk/ (so/n -rsra-r-s 

y'J*WD7h^77^-l:J:0»||L. ^m<Dit^^4. 14g, iR* 
6 4 %Tl#fc. 

'H-NMR (DMSO-di, 4 0 0MHz) : 50. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 46 (d, J=2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 

»i» (ESI-MS, m/z):4 17 (M'+l) 
n&W6 3 :N- (4-f (6, h^y-4-*^/Ux;iO **js]y 

-n' -JL^)UOU7 
4- [(6, 7-y7 b*is- 4 V-M 7— 1 J > ( 5 Omg) 

££nn#;UA (3ml), MJX3\)U75> (0. 2ml) \Z%MLtt&* f u 
n*)\,A\zmffiLtz h U^y>(5 Omg) ^JoAT^igT-3 O^KJgi^Lfc. 
&£x3\M/7S>E8gJfc (6 9mg) £in*T. $ b H^f&T-lftif # Lfc. S 
^f^t * ^ J -;H£j&n*., * o n*;i/A/* ^ y JSBBf SHPLCt «fc 0 ffl 
jgU SS©fb£»£l Omg. JR*1 6%T#7t 0 

•H-NMR (DMSO-d«, 4 0 0MHz) : 6 1. 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
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3H), 6. 10 (t, J = 5. 4Hz, 1 H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H). 8. 49 (br, 1H), 8. 53 (s, 1 H) 
nmfttfm (ES I -MS. m/z) : 3 6 9 (M + + 1) 
^»J6 4 :N- {4-r (6, 7-i>^ h^->-4-^^-V r U-;^) *±j$7 
3L~)V) — n' -7ae;PfrU7 

4- [(6, 7 h + v-4- + ^-7U-^) 7- 'J >(5 Omg) 

5i?DD^A (3ral), MJX3\JU75> (0. 2 m 1 ) CSffLfcgL 7 o 
□ *;UAlC»*LfchU*^y>(5 Omg) «riiDiLTW"e3 0#|ia»#Lfc. 
<*:(3 7°nlf;i/7 5> (21 W 1) ^JdAT, S&tSlT-«l#Lfc. 
fc* * y -JU&faz.* 7 □ Djfojkk/* ? y -JUTJlllflTSHPLCtCcfc O »8! U 
$l©^M3 0mg, JK^4 7 %x-nrco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0. 8 9 (t, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J = 5. 9Hz, 
1H), 7. 15 (d, J=8. 8Hz, 2H), 7. 37 (s, 1 H). 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8. 5 3 (s, 1H) 
mmftVtW. (ES I -MS, m/z) : 3 8 3 (M* + 1) 

m&W6 5 : N-7^;i/-N' - (4-f (6, 7 h^->- 4 -^j-y~'J _ 

;U) t^yl7xzJH ^kZ 

4- [(6, h*v-4-4^/U -;U) 7X«J> (5 Omg) 

£7 A (3ml), HJX3MP7^> (0. 2ml) \Z®mLfz'&> 2 u 

U*s)Vl»\Z®m\sti h U**y>(5 Omg) £flD*.T£JIT3 0#|UM&#L£:. 

^tc7^;i/75> (2 2m 1) £*D;tT\ S5CilT-«lftJ|5Lfc. SJS^t 

y * y -;u£in*., 7 □ n*;kk/y * y -;uT£PH"r*HPLCK: «fc dus u 

mm<D{t£!&0$: 2 9mg, CT4 3 

'H-NMR (DMS O — d s, 4 0 OMH z) : 6 0. 9 1 ( t , J = 7. 3H 
z. 3H), 1. 2 8 - 1. 4 7 (m, 4H). 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d. J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 4 7 (br, 1H), 
8. 5 3 (s , 1 H) 
ff»##HI (ES I -MS, m/z) : 3 9 7 (M + + 1) 

6 :N- {4-f (6, 7 - V* b±i^Z 4 Z±±ZU =.)V) **^7 
x~;|/} -n* -^>^;ufrU7 

4- [(6. 7 h + x-4-+^/"J-;P) 7-UX5 Omg) 

£^dd*;UA (3ml), HUx^;P75> (0. 2ml) fzig^Lfc^, 
□ *;UAti§»Lfch'J^xy>(5 Omg) fcjto*TMT3 0»Lfc ( 
JfcC75;P7 5> (26// 1) ^JDAT. £ fcfcMT--lft«#Ljfc 0 SJtg^C 
**y-;H£Jn*. ^DD^A/^^/-;i/TSBBT-5«PLCfc«kOtt»!L, 
SHOfl^tt^ lmg. »3 0%Tt#£. 

'H-NMR (DMSO-ds, 400 MHz): 50. 89 (t, J = 7. 1H 
z, 3H), 1. 2 7 - 1. 4 7 (m, 4H), 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d. J = 9. 0Hz, 2H), 

7. 37 (s. 1H), 7. 46 (d, J = 8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 4 7 (b r, 1H), 8. 5 3 (s, 1 H) 

ff«##rffi (ES I -MS. m/z) : 4 1 1 (M + + 1) 
&8figil 6 7 : N- (sec-^;i/) -N' - (4-f (6, 7-y/h^->-4- 

4- [(6, 7-v* h*S/-4-*^-y»J-;W **v] 7-'JX5 0mg) 
Bon^PA(3ml), hUx5 1 ;U75> (0. 2ml) l:i§«Lfc|l £ □ 
nM^izmMLfz h 'J*7y>(5 Omg) £jta;LT£i&T3 0#HJft#Lfc. 
^(Csec-y^^7 5 > (2 3// 1) ^rto^T. £b(C^T-M#L£ 0 £j£ 
att/^y-^^iPA. ^OP^JUA/^^y-^TJl^-r-SHPLCtCkO^ 

'H-NMR (DMSO-de, 4 0 0 MHz) : : 50. 88 (t, J — 7 . 3H 
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z, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0- 1. 47 (m, 
2H), 3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J=8. 1Hz, 1H), 7. 15 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 38 (s, 1H), 8. 53 (s, 1 H) 

nmftffim (es i -ms, m/ Z ) .-397 (m + + d 

^Mffl6 8 :N-7'J;i/-N' - {4-f (6, 7 4 -^'/'J ~ 

4- [(6, 7-vV 4 -*^yu~;i/) 7^U>(5 Omg) 

£^nn*;PA (3ml). h'Jx.^)U7i> (0. 2ml) (;:?gfl?L£f&, 
□ ^Al;^Lfch'J^y>(5 Omg) ^iJD^.T^T3 O^jfftLfco 
^{C7U;i/75>m^^ (3 1mg) £jbn*_T\ $ 6 fdMT-fftigj* L£. £ 

ML. ^H©{fc£-#l£2 lmg, iK^3 3%Tf#fco 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H). 5. 07-5. 21 (m, 2H), 
5. 8 4- 5. 9 2 (m, 1H), 6. 28 (t, J = 5. 6Hz, 1H), 7. 
16 (d, J = 9. 0Hz, 2H), 7. 38 (s, 1 H), 7. 47 (d, J = 
9. 0Hz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

nmfttitm (es i -ms, m / Z ) : 3 8 1 (m + + d 

nffiM6 9 :N- {4-f (6, 7-y^K^'>-4-^f'/'J-Jl.) ^y]7 
— n' - (2-yahf-^) frU7 
4- [(6, 7-->*y h + y-4-+t > /'J-^) 7-'J> (5 Omg) 

?:i70D^ (3ml), HJX^7$> (0. 2ml) MLfcfi.^o 
n*)\sAlZ®mLfc bVtsXtr>(5 Omg) £Jn;iT^£-e 3 0#M#Lfc o 
*Kyo/\°;M^7S>i&gti& (3 lmg) £JP*_T. 

fco y^y-ji^p*., ^□o^UA/y^y-^TJg^T'SHPLCfz 

J:0I^L. i%m<D{t£MZ2 6mg, JK^4 1%T , #^o 'H-NMR (DMS 
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O-d., 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
(s, 1H), 8.6 8 (s, 1H) 
K*#*HS (ES I -MS, m/z) : 3 7 9 (M + + 1) 
nmM7 0 :N- (2, 4-y7Mo^>y^) -n' - {4-f (6, 7-y 
^ H^5>-4-^^-yU^;P) t^y17xZJM 

4- [(6, 7->>* h + ^-4-+±yij-^) 7-ij>(5 omg) 

^□o^l/A(3ml), hUlf^75>(0. 2 m 1 ) fcJgJSPLfcft, V a 
□ *MMLfchU^y>(5 Omg) ^iDATlfiT3 0#M#L£o 
mz2, 4-y'7il/tDA>yjl,75> (22// 1) fcJpAT, £e,fCMT- 

HPLC£J;0*S§S!U 2kM<D<k£®Z3 2mg, JK^4 1 %t#fc. 
'H-NMR (DMSO-d., 4 0 0MHz) : 3. 97 (s, 3H), 3. 98 
(s, 3H), 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1H), 7. 3 7 (s, 1H), 7. 4 0 - 7. 4 4 (m. 
1H), 7. 48 (d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 52 
(s, 1H), 8. 6 9 (s, 1H) 
Ka##Hi (E S I -MS, m/z) : 4 6 7 (M*+ 1) 
SMMU :N- (4-f (6. 7-->^ K^£^-4-^^-yU-;|/) ^->17 

x^ikj -n' - (2 - v;m?MP) frur 

4- [(6, 7 -v* h + y-4-WJzjW 7~U>(5 Omg) 

^□□*M(3ml), KUx^;|/75 > (0. 2ml) l:ig»Udi 
aM&izmffiLfz h'J^y>(50rag) SMTtiSt3 0»Lt 
#£2, 4-y7;WD^>y^7S> (31/il) SrJp^T, £e>fC^?£T- 

HPLCtC=k D*t§2U StH©ffc£$;£3 lmg. iR$43%T'f#£ 
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'H-NMR (DMSO-de, 400MHz):3. 4 2 (s, 2H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H), 7. 38 (s, 1H). 7. 57 (s, 1 H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8- 7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m, 1H), 8. 5 4 (s, 1H), 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

nmftftm (FD-MS, m/z) : 4 3 1 (NT) 

^^J7 2:N- (2, 4-y7MQ7iZil/) -n' - (4-r(6. 7-Z? 

4- [(6, 7-v* K + ->-4-^y»J-;U) 7-UX5 Omg) 

%#an*)l,& (3ml) t**Lfca» 2, 4-y7iWo7xi;KVy7 
i—h (2 4// 1) £jta*T-l!ftto&i82SiLifc:. «fffl Lfci£A«*aL «fe»U« 

'H-NMR (DMSO-di, 4 0 0 MH z ) : 3 . 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 1H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 5 1-8. 5 4 (m, 1H), 8. 5 4 (s, 1H), 9. 11-9. 1 2 (m, 
1H) 

nmfrffim (es i -ms, m/ z ) .-453 (m + + d 

^%ftJ7 3 :n- (4-f (6, 7 - ^ 4 -*j-VV **j/]7 

x^Jkj -n' - (4 -:7;m-d7;l-;1/) ^7^7 

4- [(6, 7-v* h + x-4-+±yj-^) 7->J >(5 Omg) 

Ztuutsfrh (3ml) K:$gfl¥Lfc&» p-7MD7iUKV'>7t'h 

;i/A//^^-;H?JgWT*HPLCk:«kO«ailL. ^©fc£t;£2 6mg> iR 
^3 6 %T1# 7c.. 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 9 8 (s. 3H). 3. 9 9 
(s, 3H), 7. 11-7. 15 (m, 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m. 2H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1H), 8. 72 
(s. 1H), 8. 7 5 (s, 1H) 

H*#*fffi (ES I -MS, m/z): 4 3 5 (M + + 1) 

nffiM7 4 :N- (4-r (6, 7-y^h^v-4-WJ-^) tti/X7 

x~;i/} — n' - (2-^^;U7x-;n fruy 

4- [(6, 1 -V* h + 5/-4-*^/U-;W =*-*j/] 7-UX5 Omg) 
£^na*;i/A (3ml) Cgll/f^.o-hMiKV^Jt-F (25m 

^y-;i/TM^-T^>HPLC(CJ;O^I3L. Sl©ft^3 0mg, «4 1% 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 3-6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H). 7. 22 (d. J = 8 . 8Hz, 2H), 7. 38 (s, 
1H), 7. 5 4 - 7. 5 6 (m. 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
H*#*rffi (ES I -MS, m/z) : 4 3 1 (M + + 1) 
UMlff] 7 5 : N- (4-f (6, h^y-4-^t'/'J-^) :**v17 

x_;H — N' - (2-^h^y7i^) frl/ 7 
4 - [(6,7-^** h*^-4-*+V>)-M 7-UX50mg) 
(3ml) 2-^h + x7xUKVy7t-h 

(2 7m l) *in^.T-%fti«iasiELfc. JRjCfKfc/^y-;i/^Jn>i. ^do* 

;UA/^^y-;i/TSPB-rSHPLC»c:«tOS[SL. »^tt^3 4mg, iR 

^4 5 %-vntz.. 

'H-NMR (DM SO — de, 40 0 MH z ) : 3 . 8 9 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s. 3H), 6. 8 9 - 7. 0 5 (m, 3H). 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J = 8. 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1H), 8. 2 
3-8. 24 (m. 1H), 8. 54 (s, 1H). 9. 40-9. 41 (m. 1 
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H) 

mmfttifm (es i -ms, m/z) : 44 7 (m + + d 

H^f!l76 :N- (2-^DD-4-f (6, 7 - yjt h^*>- 4 z*±±Lli - 

^-^->i7x-;i/} — n' -x^;pfrix7 

2_/7 PD _4_ [( 6t 7X>J 
> (2 0 Omg) £^no*;i/A (5m 1 ), MJx^;i/75> (1ml) \zmM 
Lfz'&> 2 umb)lh\z.m ffiLtz h'J^7>y> (17 9mg) £;!JD;LT^*ST 3 
O^TO^L^o ^fZX^;U7^>^^ (2 4 6mg) ZIEtLT. $6tC^rg 

M(D<t-&y>$:l 59mg> JR$6 5%T1#£. 

'H-NMR (DMSO-da, 4 0 0MHz) : 5 1. 08 (t, 3 = 7. 1H 
z, 3H), 3. 11-3. 1 6 (m, 2H), 3. 9 7 (s, 3H), 3. 9 9 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, 3=2. 7H 
z, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d. J = 9. 3 

Hz. 1H), 8. 5 6 (s, 1H) 

(ES I -MS, m/z) : 4 0 3 (M + + 1) 

HMff]7 7 : N-T^U-N' -{2-^7DD-4-r(6, 7->MK^->-4 

2-/7PP-4- [( 6> b*zs- 4 7- U 

> (50mg) *^pdjJ%;PA (5ml), HJX^;U75> (1ml) fZfg^L 
^OD^Al:»»Lfc HU^Xy> (4 5mg) £Jn;LTMT3 0# 
WHft#Lfc. *l:W75> (22m 1) ^JQAT, $6CiigT'3 0^b 
fco S^fflttcfiafp^ffi7K^h'J^A7K^*ftiAi7no*;i/ATfafliL. ^ n 
D*;UAJ1 £«7kS?t&:h h U tfATftiSLfc. »ETiSjt£®SLT#6*lfcBI 

$ $ 77 p □ ^^A/^ * / -;uTjgiui- 5HPLc»c«fc o mm u 

3 Omg, M4 6 %T'f#7c 0 
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'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 39 (s, 
1H), 7. 47 (d. J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H). 8. 20 (d, J = 9. 0Hz, 1 H), 8. 56 (s, 1 H) 
nmfttirm (ES I -MS, m/z) : 4 3 1 (M + + 1) 
^MffJ78 : N- {2-^DD-4-r (6, 7 - 4 ~ 

^-^^i^x-;u} — n' -^>^fr^y 

2-/7 DD _4_ [ (6> 7-v^ h + v-4-^^-V*U^;l,) ^-^^] 7~'J 
> (5 Omg) £^ A (5ml), N Ul^7i> (1ml) fC^L 

^□□*^A«^L£h l J*;*y> (4 5mg) &*PAT^ST3 0^ 
#fC7a^7S> (2 6m 1) £JP;iT. £bfC^T'3 O^IL 

3 3mg, «4 9%T1#£. 

'H-NMR (DMSO-ds, 4 0 0MHz) : 6 0. 90 (t, J = 7. 1H 
z, 3H), 1. 2 4- 1. 34 (m, 4H), 1. 4 3- 1. 4 8 (m, 2H), 
3. 08-3. 14 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz. 1H), 7. 23 (dd, J=2. 7Hz. 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 8Hz, 1H), 

7. 55 (s, 1H), 8. 03 (s. 1H), 8. 20 (d, J = 9. 0Hz, 
1H), 8. 5 6 (s, 1H) 

StS##rM (ES I — MS, m/z) : 4 4 5 (M + + 1) 

7 9 : N- (sec-7^;i/) -N' - { 2 - g □□- 4 -f (6 . 
K^->-4-^^- > /U-;U) ^-^v17x-;i/} 

2-VUU-A- [(6, 7-v/ h^x-4- + ^-'/U-;i,) 7~'J 
> (5 Omg) £?pp*;UA (5ml). HJx^;U7S> (1ml) Cifg^L 



WO 00/43366 



PCT/JPOO/00255 



- 94 - 

^DDMAI:^W;hiJ*xy> (45mg) ^JOAT^iBT 3 0 » 
mm&lsfc. ^tsec-^;P75> (23^1) SJP^-T, £SfcgfiT3 0 
^raL/t.S*StCfia»^*7K*± h U £A7k?g&£;bDA#PPJft;|/AT&ffiU 

fca$«^on*;UA/^^/-;UT«W*r*HPLCK:«fcOfHlL < mmoitG 

4mg, P5 2%T#£. 
'H-NMR (DMSO-d 6 , 400 MHz): 50. 89 (t, J = 7. 6H 
z, 3H), 1. 09 (d. J = 6. 6Hz, 3H), 1. 4 3- 1. 46 (m, 
2H), 3. 5 8 - 3. 6 6 (m. 1 H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, J = 7. 6Hz, 1H), 7. 22 (dd, J=2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1 H), 7. 47 (d. J = 2 . 7Hz. 
1H). 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d. J = 9. 0 
Hz. 1 H), 8. 5 5 - 8. 5 6 (m, 1 H) 
Jt*##rtt (ES I -MS, m/z) : 4 3 1 (M + + 1) 
jjjjgjLg 0 : N-7U;i/-N' -{2-gPP-4-r(6, 7-S?*h=fry-4 

2-*DO-4- [(6, 7-y^h + y-4-+t 1 /'J-;P) 7^'J 
> (5 Omg) A (5ml). h'JX^;P7S> (1ml) K?gJ$¥L 

fcf*. ^□D*Mt:il^lfch'J^y> (4 5mg) &Jn*.TS«T3 0# 
M«#Lfc. &£7Vfr7$>Vatt& (2 1mg) £Jn*T> $5tifiT3 0. 

ftmLfcaKifcmzmfuvkm?^!- hj £A*»&£iiDA*nD*;i,ATft&aju 

fcJKS o otf^A/* * 7 -;UTM§§-f SHPLCfC «fc 0*f S3 U SEjg©^ 
l3$45mg 1 W7 2%-e#fc. 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 7 6 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s. 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m. 1H). 7. 11 (t, J = 5 . 4Hz, 1H), 7. 
24 (dd. J=2. 7Hz. 9. 0Hz, 1H). 7. 39 (s. 1H). 7. 
49 (d. J = 2. 7Hz. 1H). 7. 55 (s. 1H). 8. 14 (s. 1H). 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

HJfcfrflrM (ES I -MS, m/z) : 4 1 5 (M* + 1) 

MMM8 1 : N- [2 -^□□-4-f (6, 7-3?* h^>-4-tt'/'J^ 

;p) a-*^i:7x-;n -n' - (2-ypb°-;u) frU7 

2-*DD-4-[(6, 7 h + ->-4-+^-l/U-;U) 7-U 
> (5 Omg) J^dd^A (5ml), hUX^75> (1ml) IzfeffiL 
fzm. 2onfr)\,Alz®BLfzbiJ*zy> (4 5mg) £Jll7LTMT? 3 0# 
ffl«#Lfc. Jfct^P/^WPTS^K* (2 1mg) £JQ;LT. SSfcM 
^3 0m)t. flrfflbitSliSaJa, ^l»t^$3 8mg, iR^s 6 
1 

'H-NMR (DMSO-di, 4 0 0MHz) : 3. 16-3. 17 (m, 1 H), 
3. 9 3 - 3. 9 5 (m, 2H). 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2. 7Hz, 1 H), 
7. 55 (s. 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s, 
1H), 8. 5 6 (s, 1H) 

Kfi^tfrfl (ES I -MS, m/z) : 4 1 3 (M + + 1) 

Hl£ffil8 2:N-(2-£DD-4-r(6, 7 -it* h^f>- 4 -^V'J ~ 

;I0 ^-^->17x-;t,} — n' - (2, 4-y7MD^>yJl/) fr^7 

2-/7PO-4- [ (6> 7-y/h + y-4-4t , / l J-^) 7-U 
> (5 Omg) £^dd*;PA (5ml), b 'JX?;P7S> (1ml) 

^□□*>IUA(C^L/t HJ**y> (4 5mg) £il]7LT^?£T' 3 0 ft 

$^6 4%T"t#/t. 

'H-NMR (DMSO-da, 4 0 0MHz) : 3. 9 7 (s. 3H), 3. 9 9 
(s, 3H), 4. 3 3-4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1H). 
7. 2 2 - 7. 2 8 (m. 2H). 7. 3 9 (s, 1H). 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d, J=2. 7Hz. 1H), 7. 54 (s. 1H), 8. 18 
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-8. 2 0 (m, 2H), 8. 5 6 (s, 1 H) 

K*##rffi (ES I - MS. m/z) : 501 (M + + 1) 

£M&183 : N- {2 -^□□-4-f (6, 7 - y7 v- 4 -^V'J - 

^-^vi7x-;p} — n' - 51^7 

> (5 Omg) ZZnnfr.frA (5ml), h'JxW$>.(lml) (cjg^L 
fz'&. ^□□*Ml:i^Uch'J^'> (4 5mg) £;ta;tT^Z&T3 0# 
Felffif^ Lfzo &\Z2- (*5P;U75/) f'Jy> (19M) £Jn;iT\ £bfC 
60^T- 1 L£o SM{CgSfnMi?7lc^^ S U ^AtK^^^JP^.^ □ 

%3kLT%t>fttt%l£Z>7UU*)Vh/* $ J -;i/TJ!li-f SHPLClZcfc 
U »ft^2 6mg, iK^3 7%Tt#Ac. 

1 H — NMR (CDC 1 3( 4 0 OMHz) : 3. 51 (s, 2H), 4. 07 (s, 

3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H). 7. 19 (dd. 

J = 2. 7Hz. 9. OHz. 1H). 7. 35 (s, 1H). 7. 36 (d, J 

= 2. 7Hz, 1H), 7. 54 (s. 1 H). 7. 76-7. 81 (m, 1H). 

8. 3 8 - 8. 4 3 (m. 1 H). 8. 56 (d. J = 9. OHz. 1 H). 8. 

6 4 (s . 1 H), 13. 5 3 (s . 1 H) 
mmfttfm (ES I -MS. m/z) : 4 6 6 (M + + 1) 
gj|M8 5 : N- (2 - (6. 7 - v^ h^^-4 z±±\/V - 

t^yl7x-JM -N' - (4-7MD7ii;W gKT 
2-^no-4-[(6. h*v-4 -^'/•J-JIO 7— 'J 

> (5 Omg) 5^DD*M (5ml) (C^Lfe^. p-7Mo7i^ 
-f VyJt- h (2U1) *JPAT6 OSTl«fW«^Lfc. #rtBL£3SJI£ 
MPS. 8fc#U mm<D{fr&%0$: 5 7mg, iR*£8 l%Tff#fe.. 
'H-NMR (DMSO-d., 4 0 0MHz) : 3. 98 (s, 3H). 3. 99 

(s. 3H). 7. 13-7. 1 7. (m, 2H), 7. 30 (dd. 3=2. 4H 
z, 8. 8Hz. 1H), 7. 40 (s, 1H). 7. 48-7. 51 (m, 2H). 
7. 5 5- 7. 5 6 (m. 2H). 8. 21 (d, J = 9. OHz, 1H). 8. 
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3 1 (s, 1H). 8. 5 7 (s, 1H) 
«fi##r{fi (ES I -MS, m/z):46 9 (M*+ 1) 
^MffiJ8 6 : N- {2-^on-4-r (6, h*is- 4 -^±'/'J ~ 

^^->17x-;U} — N' - (2-/ht^7xZJ^) 2_U7 
2 -/7 Da _4- [( 6( 7-^pC h + '>-4-^±yjn;U) 7-U 
> (5 0mg) S-^DD^PA (5ml) fCigfl?Lfc&, 2-/h + y7i^ 
-fVvJt-h (24/il) £2J0*T6 0gTl&#^jK#L/!:. S^fl^^y 

U^39mg, ^^5 4%Tf#^.o 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 0 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H). 7. 29 
(dd, 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1 H), 8. 09-8. 16 (m, 

2H), 8. 58 (s, 1H), 8. 9 6- 9. 0 2 (m, 2 H) 

nmfttitm (ESI-MS, m/z) : 4 1 8 (M + + 1) 

Hfl£ffil8 7:N-{2-gcm-4-r(6. 7 - y7 4 -^'/'J _ 

)V) -t^-^y x_;w — n* - (5-^ap-2-eu> ? ^) frU7 

2_/7 an _4_ [ (6i 7-^ 4 -4^/U=JlO 7-'J 

> (5 Omg) ££on*;i/A (5ml), hUx^;P75> (1ml) \Z®ML 
£f£> ^DO^AI:^)|L/:hiJ*xy> (45mg) ^iP^T^fiT 3 0 # 
P B m#L£. ^l:2-75;-5-^DOk'iJy> (2 3mg) ^tQTiX, £ £ 

SU g?M<Z>fc£tl£3 9rag, iR^5 3%Tt#feo 

'H-NMR (DMS O- d 6, 400 MHz): 3. 98 (s , 3H), 4. 00 
(s, 3H), 7. 33 (dd, J = 2 . 7Hz, 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3 - 7. 4 8 (m, 1H). 7. 56 (s, 1H), 7. 60 
(d, J = 2. 7Hz, 1H). 7. 91 (dd, J=2. 7Hz, 9. 0Hz, 
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1H), 8. 35 (d, J = 8. 8Hz, 1H), 8. 40 (d. J = 2. 4Hz, 

1H), 8. 5 8 (s, 1H), 10. 1 7 (s, 1 H) 
R*##rfi (ES I —MS, m/z) : 4 8 6 (M + + 1) 
mmW8 8 :N- (4-f (6, 7 - V* b*is- 4 tttsl- 
2-7JI/^a7xz;i/) -n' z^BXJkJlkZ 

4- [(6, 7 -V* b*is-4-*i->/tJ-)l,) - 2 -I)], it UJ- 

<)> (5 Omg) £?DO*;kk (3ml). MJx^;U7S> (0. 3ml) (I 
mmVtzik, ^PO^Al:^Lfch'J*7y> (4 7mg) SMTSIT 

3 0#Kii#Lfc. tr;P75> (20// i) £3ra*.T, $e>fcgi&T- 

Kfomz*? y—juzmz.. 9uu-fc)),j±/ j—)wmwtz> 

HPLCfCfcOttfiU £)B<0fl;£«&£9mg, JR*1 4 5ST»fc. 
'H-NMR (DMSO-de, 400 MHz): 60. 90 (t, J = 7. 6H 
z, 3H). 1. 4 3- 1. 4 9 (m, 2H). 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s. 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m. 1 H), 8. 5 5 (s, 1 H) 
SlSft-flffl (ES I -MS, m/z) : 4 0 1 (M + + 1) 

$kMM8 9 : N-^^-N' -|4-r(6, 7 - 4 z^±ll21 - 

4- [(6, 7-x* h + ->- 4-+^-V'J-;U) -2-7WD7r 
!J> (50mg) S^DO^M (3ml), KUx5 L ^7^>(0. 3ml) I: 
Jgfl?Ljfc&. ^PO^;UAlC^Lfc S'J^7.y> (4 7mg) SJnATMT 

3 0#W«#Lfc. #1C7?MI/7S> (24/z 1) Srftl^T, $ 6> IC^rST-lft 

WLfcp Elastic** /-;|/£Jda, ^□□*;UA/^^y-;i/TJgF^-f-5H 

'H-NMR (DMSO-d s , 4 0 0MHz) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0- 1. 4 7 (m, 4H), 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t, J = 5. 6Hz, 
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1H), 7. 0 4- 7. 0 7 (m, 1H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6-8. 2 8 (m, 1H), 8. 5 5 (s, 1 H) 
H*#*rfc (E S I -MS, ra/z) :4 15 (M + +l) 

jfe86fl»J9 0 :N- (sec-^JlQ -N* - (4-f (6, 7-y^h^y-4- 

4- [(6. 7 -v* h^->-4-^^-/>J-;U) - 2-7MD7- 

'J>(5 0mg) Bno-til/A (3ml), h'JX^75> (0. 3ml) C 

mmLfz'&. *7uu-fc)vi±\zmmLtz hu^y> (47mg) ^im^TM-? 

3 0»H»^L&. ^tsec-^;UT=> (2 5^1) £iD;LT, SbfZ^iS 

T*HPLC£«fc0*lMSU %m<D<k&®*l 2mg, )K$18%Tifc, 
'H-NMR (DMSO-da, 4 0 0MHz) : 0. 89 (t, J = 7. 6Hz, 
3H), 1. 0 8 (d, J = 6. 6 Hz, 3H), 1. 3 9- 1. 4 8 (m, 2H), 
3. 5 8- 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6Hz, 1H), 7. 0 4 - 7. 0 8 (m, 1 H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz. 1H), 7. 39 (s, 1 H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 

nmftVrm (es i-ms, m/ Z ) .-415 ar+ n 

^MM9 1 • N-7'JJk-N' - (4-r (6, 7-5?* h4 1 ^-4-4 : t'/ l J- 

4- [(6. 7 h + ^-4-+^V'J-;P) -2-7JWD7X 
U> (50mg) *^nn*;UA (3ml), hUx^;P75> (0. 3ml) (3 
Jg#Lfc&, *nn*;UAfc**Lfc MJtf*y> (4 7mg) Sln^TlIT? 
3 0»M«»Lfc. *C7U;P7S>mtt (3 0mg) £in;LT. £SC£iB 

T-?feffi#Lfc. Static ^^y-ju^jp^., ^□n^A/^^/-;Wl 

■TSHPLCfCctO^iJL, tlO{^«i$18mg, »K^2 8%Tt#/c. 
'H-NMR (DMSO-de,4 0 0MHz): 3. 75-3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m. 2H), 
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5. 8 4- 5. 9 4 (m, 1H), 6. 72 (t, J = 5. 9Hz, 1 H), 7. 
0 6 - 7. 0 8 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 39 (s, 
1H), 7. 54 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 40 (s, 
1H), 8. 5 6 (s, 1H) 

KS##fM (ES I -MS, m/z) : 3 9 9 (M + + 1) 

mmm9 2 :n- u-r (6, h^^-4-^^-^u-^) ^vi- 

2 -7;i^n:7x~JH — n' - (2-7 p ae-;i/) <5U7 

4- [(6, 7-->'* h*^-4-*:J->/U-;!/) -2-7;^D7Z 
U> (5 Omg) ^^PP^;i/A (3ml), MJX^T^ (0. 3ml) £ 
mmLfz'te, 2nn*)lAlZ®mLfzh > )*sZ'f> (4 7mg) £iD;LT^iST 
3 0^FWbit. ^l:^PW^7S>M^ (2 9mg) £JD;LT> £b 

©£LTf#bn£SI£^ A T&?£U ilOf^2 1mg, ]R^3 

'H-NMR (DMSO-d«, 4 0 0MHz) : 3. 15 (t, J = 2. 4Hz, 
1H). 3. 91-3. 94 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H). 7. 07-7. 11 (m, 1H). 7. 33 (dd, J = 2. 4Hz, 1 
1. 7Hz, 1H). 7. 39 (s, 1H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7-8. 4 8 (m, 1H), 8. 56 (s, 1 H) 
nmtttirm (ES I -MS, m/z) : 3 9 7 (M + + 1) 
mi&&\9 3 : N- (2, 4-y7Mn^>^) -N' - (4-f (6, 7 - v 
;* h^->- 4 z±2LZU t4 1 yl-2-7MD7i-JM frU7 

4- [(6, 7-^p< h + x-4- + ^yiJ-^) t+y] - 2- 7MD7^ 
U> (5 Omg) A (3ml), hUl^7=> (0. 3m 1) (C 

**Lfc», ^□□^AlCi^LTt h'J^7;y> (47mg) ^JpAT^ST 
SOfrMftLfc. #(C2, 4-i/7;^D^>v;i/T= > (28wl) £jjD;L 

Omg. iK^2 6 %Tf#£. 
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'H-NMR (DMSO-de, 400MHz):3. 97 (s, 3H), 3. 99 
(s, 3H), 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 21-7. 27 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1H), 8. 
12-8. 16 (m, 1H), 8. 4 6-8. 4 7 (m, 1H), 8. 55 (s, 
1H) 

1MM (FD-MS, ra/z):4 8 4 (M + ) 

^SfiJ94:N- (2, 4-y7MD7x-j|/) -n' - (4-f(6, 1 -V 
* h*is-4-*j-yi)-)l,) ^^^-2-y)V-tn-7^-)V) ^yy 

4- [(6, 7 -i/*h*i/-4-lrj-V~t)-)l,) ^f-+->] 
U> (5 0mg) £^PO*;|,A (3ml) £fgS?L£f&> 2, 4-y'7Mo 
7i-iKVy7t-h (29u 1) ^*nAT60^tf-M#Lfe. #TtBL£,1g 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H). 7. 0 4 -7. 0 8 (m, 1 H), 7. 13-7. 15 (m, 1H), 
7. 2 9 - 7. 4 0 (m, 3H), 7. 55 (s, 1H), 8. 10-8. 23 (m, 
2H), 8. 57 (s, 1H), 8. 9 7 - 9. 0 4 (m, 2 H) 

nmftmm (es i -us, m/z) 4 7 1 (m + + d 

SWU9 5:N- (4-f (6, 7 - V* h*r*s- 4 -^^V'J ~)V) ^->1- 
2-7MQ7x^} — N' - frU7 

4- [(6, 7-y^h + y-4-+t , /'J^) -2-7MP7Z 
•J> (5 0mg) *>?uu*)Vlx (3ml) (c^Lfelt, o-FMKVy 
(3 0 W l) $:UnAT60^-e-?feWLfc. S^fcy^/-;^^*., 

mg, iK$2 4%Tl#fe. 

'H-NMR (DMSO-d B , 4 0 0MHz) : 2. 2 7 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 9 5- 6. 9 8 (m, 1H), 7. 12 
-7. 20 (m. 3H). 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s. 1H). 
7. 86 (d. J = 7. 8Hz, 1H). 8. 21-8. 26 (m. 1H), 8. 
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35 (s, 1H). 8. 57 (s. 1H). 9. 0 0- 9. 0 2 (m, 1 H) 
nmftVrm (ESI-MS, m/z) : 4 4 9 (M + + 1) 
gyfcfflJ9 6 :N- {4-f (6, 7 - v~ 4 -^l/'J ^^> 1 - 

2-7MD7i-;M -N' - (2 h^y7xz;P) 

4- [(6, 7-$?* M*«>-4-*:*-l/U-;W ^i>] - 2-7)1* U7ZL 
U> (5 0mg) £^PO*JUA (3ml) t^Lfc^ 2-^h^y7xZ 
MV->7t-F (32/zl) £;ta;tT60gT-M#L7t o 

£tl£2 2mg, iK$3 0%TiL 

'H-NMR (DM S O — d 6, 4 0 0MHz) : 3. 8 9 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8- 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H). 7. 3 5 - 7. 3 9 (m, 1H). 7. 40 (s. 1H), 
7. 56 (s, 1H). 8. 12-8. 15 (m, 1H). 8. 19-8. 25 (m, 
1H), 8. 57 (s. 1H), 8. 7 5 - 8. 7 8 (m, 1H), 9. 26-9. 
2 9 (m, 1 H) 

nmftmm (ES I -MS. m/z) : 4 6 5 (M + + 1) 
H^F!l9 7 : N- {4-r (6, 7 - j> * v- 4 Z ±±^/J) 
3-/^7xZJl/) — n' -yab:;U^U7 

4- [(6, 7 h*is-4-*i-VV -)V) -3-^^;i/7-U 

> (5 Omg) fc*DDjfc;PA (3ml), h Ux^;l/7S > (0. 2ml) leg 
?OUft)\,&\Z®MLtZbV*Z7> (4 8mg) £JlliTffiT3 
0#raflR#L&. ^(I7'o tMU7==> (2 Owl) £jta;LT, $5l:$lT-()6 

PLCfC^ffiSJU «fi©ft'&4fe£3 Omg. JR#4 7 9STl#&. 
'H-NMR (DMSO-d fi , 4 0 0MHz) : <5 0. 8 9 (t, J = 7. 5H 
z, 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 08 (m, 2H), 3. 98 (s. 3H), 3. 99 (s, 3H). 6. 13 (t. 
J = 5. 4Hz, 1H), 7. 04 (d, J = 8. 5Hz, 1H). 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
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7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 50 (s, 
1H) 

nmftVrm (es i -ms, m/z) 397 (m + + d 

mmms 8 n-75mu-n' - u-r (6, h^->-4-^^-yj- 

4- [(6, 7-v* h+i>-4-^^-yuji;i/) - 3 -^?;U7- u 

> (50mg) Boo^AOml), hUl^75> (0. 2ml) \Z® 
misfz'&. V nu* )Vlx\zmmhtz h U*7.y> (4 8mg) £in;tT^&T3 

o^M^Ufeo ^(i^;P75> (2 4m l) ^in^.T, $^:iist-sfti 

CtCJzDML. &m<Di\:%®ZZ lmg, iR$4 7%1ri/:. 
'H-NMR (DMSO-cU, 400 MHz): 60. 91 (t. J = 7. 3H 
z, 3H), 1. 2 9- 1. 4 6 (m, 4H), 2. 03 (s, 3H). 3. 07- 
3. 1 2 (m, 2H), 3. 9 8 (s, 3H), 3. 9 9 (s, 3H), 6. 11 ( t , 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d. J = 2. 3Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
7. 38 (s. 1H), 7. 58 (s, 1H), 8. 39 (s, 1 H), 8. 51 (s, 
1H) 

ltS##rffl (ES I -MS, m/z) : 4 1 1 (M + + 1) 

%»0U9 9 : N- (2. 4-y7MD7xZj|/) -n' - [4-f (6, 7 - : s 
* is- 4 <)-)[,) ttyl-3-^^7irM VUT 

4- [(6, 1 4-*rj-^\)-)\,) **zs] - 3-/^7zU 

> (5 0mg) □ A (3ml) lCi£fi?U£&, 2, 4-«>*7;M-n7 
i-MV->7t-h (2 3/il) -mtonmhULfc. tirliiLtc'&iik 

£a§3X> 8fc#U g^<7Mfc£$/£5 9mg, W7 9%Tt#7c. 
'H-NMR (DMSO-d., 4 0 0MHz) : 2. 07 (s, 3H), 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 
1H), 7. 43 (d, J = 2. 4Hz, 1 H). 7. 60 (s, 1 H), 8. 07 
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-8. 14 (m, 1H). 8. 52 (s. 1 H), 9. 0 3 - 9. 0 5 (m, 1 H) 

K*##HI (ES I —MS, m/z) : 4 6 7 (M + + 1) 

»J10 0 :N- {4-r(6, l- : s* h*>--4-3rj-V>)-)\,) 

- 3 -/f^7x^) — N' - (4-7J^D7i2Jl/) frl/7 

4- [(6, K + ^-4-+^yiJ-;|,) -3-^^^7^U 

> (5 0mg) £^PP*;PA (3ml) t^Lfci, p-7WD7i^ 
■f Vi/7i—h (2 2u 1) £Jax.T\ -fftMMSftLfc. mm lstzfeik*mM. 
fcftL. gl(0f^ft5 4 2mg l JK^5 8 %Tf#7to 

'H-NMR (DMSO-d 6) 4 0 0MHz) : 2. 0 7 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 7. 10-7. 14 (m, 3H), 7. 35 
(dd, J = 2. 4Hz, 8. 5Hz. 1 H), 7. 39 (s, 1 H), 7. 43 
(d, J = 2. 4Hz, 1H), 7. 4 6 - 7. 4 9 (m, 2H), 7. 59 (s, 
1H). 8. 51 (s, 1H); 8. 66 (s. 1H), 8. 70 (s, 1 H) 
K*##HI (E S I -MS. m/z ) : 4 4 9 (M*+ 1 ) 
»I10 1 :N- (4-f (6, 7 >f*f>l 
-3-^^;U7x-;u} — n' - (2 K^->7x-;i/) frl/7 

4- [(6, 7 -^'^ h + i>-4-+^-yU=:^) :t*->] - 3 -*?-)V7-V 
> (5 0mg) i^^PD^A (3ml) 2-^h^y7x^ 
-fV'>7t- h (26w 1) ^MT, -^MSg5iL7c. Soffit**,'-;!, 

ft^4 1rag, JK¥5 5%Tf#7c. 

'H-NMR (DMSO-d«, 4 0 0MHz): 52. 07 (s, 3H). 3. 8 
9 (s, 3H), 3. 99 (s, 3H). 3. 99 (s, 3H). 6.. 88-6. 9 
7 (m. 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d, J=8. 5H 
z, 1H), 7. 35 (dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H). 7. 44 (d, J=2. 4Hz, 1H), 7. 60 (s, 1H), 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

HS#tffffi (ES I -MS, m/z) : 46 1 (M + +l) 
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. SMMlAlJJLz U-r (6, i-y* h^v-4-^^-'/'j-;p) ^-^vi 

-2-^fJl/7x~JH -N' -~Ju\j)\,^VT 

4- [(6, 7 -V* Y*i/-4-*1ry\)-)V) -2-^;U7X'J 
> (5 Omg) ^^noj^;i/A (3ml), HJX^75> (0. 2ml) (cjg 
mistz'ik. ^DD*MI;^Lfch'J^> (4 8mg) *JD^T^»T3 
0*HBJ«#Lfc. ^(cyotf;P7=> (2 0// 1) fcHn*T, S6tfflT-« 

PLCfc«fc0»f«U *HOft:#!»S3 Omg. «47%Ti#£. 
'H-NMR (DMSO-ds, 4 0 0MHz) : 60. 90 (t, J = 7. 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H). 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd. J = 2. 7Hz, 8. 8Hz, 1 H), 
7. 08 (d, 3 = 2. 7Hz, 1H). 7. 37 (s, 1H). 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J=8. 8Hz. 1H). 8. 53 
(s, 1H) 

(ESI-MS, m/z): 3 9 7 (M + + 1) 
jfcSBfllll 0 3 : N-7^-N' - (4-r (6, 7 4-*±W 
-)V) ^yl-2-/^7iUH fr^7 

4- [(6, 7-v* h + v-4-^^-y'J-;i/) 
> (50mg) £^PD*;|/A (3ml), h»JX3\>U7S> (0. 2ml) \Zi& 
mLtz'&, ^DD^CllLfcF'J^y/ (4 8mg) £Jn*.T^T3 
0$NSH!8#Lfc. &fC75^75> (24/zl) £iD*T, S6l:tfiT-jfc« 

CfcJ:OIMiU &|g©ft;£tt£3 7mg. «5 6%Tf#£. 
'H-NMR (DMSO-ds, 4 0 OMHz) : 5 0. 92 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m. 4H), 2. 21 (s. 3H). 3. 08- 
3. 13 (m, 2H). 3. 9 7 (s. 3H). 3. 9 9 (s, 3H), 6. 5 0 (t. 
J = 5. 4Hz. 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J-2. 7Hz, 1H), 7. 37 (s, 1 H), 7. 54 (s, 
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1H), 7. 64 (s. 1H). 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

Si« (ESI-MS, m/z):411 (M + +l) 

gfeSSflU0 4:N- (2, 4-^7MP7x-^) -n' - { 4 -r (6 , 7- 

4- [(6, 7-v* h + «>-4-+^V/U-;W 2 -*^JU7-U 

> (5 0mg) $i7DD*M (3ml) 2, 4-/7M07 

iZJKVy7t-F (23w 1) £AfJ;tT, -«ft«R3t*Lfc. tffflLfcSa 

'H-NMR (DMSO-de, 400 MHz): 2. 29 (s, 3H), 3. 98 
(s. 3H). 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, J = 2. 7Hz, 1H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 

1H), 7. 55 (s, 1H), 7. 8 7- 7. 9 0 (m, 1H), 8. 13-8. 

19 (m, 1H), 8. 3 6- 8. 3 9 (m, 1 H), 8. 55 (s. 1H), 8. 

9 2 - 8. 9 5 (m, 1 H) 

Hfi#tJffi (E S I -MS, m/z) : 4 6 7 (M + + 1) 

jfe8Bflyi0 5:N- {4-f (6, 7 - 4 -^V'J f>1 

-2-^f^7x-JH — N* - (4-7MD7xZJk) frU7 

4- [(6, 7-y7 h*^-4-4^./'J-;U) -2-^;P7-'J 
> (5 0mg) £;7na*;UA (3ml) p-7Wn7x^ 

-f y->7^— h (22/zi) $ia^.T. -iftjDjSijtesiLfc. #fmLfc«a*ffl«, 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 

(s. 3H), 3. 99 (s, 3H), 7. 08-7. 15 (m, 4H), 7. 38 

(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s. 1H), 8. 55 (s. 1H). 9. 03 

-9. 0 5 (m, 1 H) 

Jt*##Hi (ES I -MS, m/z) : 4 4 9 (M + + 1) 

UMiffiJ 1 0 6 : N- {4-f (6, 7 - y> 4 U :fr*->1 
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- 2 -/Wi-Jl/) — N' - (2-^h^y7x-^) frU7 
4- [(6, 7 -v* 

> (5 0mg) $^PP^;i/A (3ml) td^Lfc^ 2-/h + y7xr^ 

-fy->7^— s (26M) s^t, -mmmwtfLLtz. mttiLrc^ B ^m^ 

'H-NMR (DMSO-d 6) 400MHz):2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7, 0 2- 7. 0 4 (m. 1H), 7. 0 8 (dd, 5=2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1 H), 7. 38 (s, 
1H), 7. 55 (s. 1H). 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1 H), 8. 58 (s. 1H). 8. 61 
-8. 6 2 (m, 1H) 

ftS##rtt (ES I -MS. m/z) : 4 6 1 (lVT+l) 

gQSff!ll0 7 :N- {4-f (6. 7 - h^->- 4 -*j-V'J j^vj 

- 2 -_ h n7x_;i/} — n' -ype;U^i/7 

4- [(6. 7 -v* h*^-4-*^V'J -2 -- hD7~'J 
>(5 0mg) ^^dp^A (10ml), h U X5MU7 5 > ( 0 . 2ml) I; 
fgfi?L£f£. ?PO*;UAfc?g$Lfc hU*7.y> (4 3mg) ^a^XM^X 
3 0«j$Lt„ ^i:yDe;ni> (18^1) £ia;LT. $bl:I£T- 

HPLCtctOfflSiL, mM(Dit£®$: 2 4mg, iK$3 8%Ttlfc. 
'H-NMR (DMSO-de, 40 0MHz): 60. 91 (t, J = 7. 6H 
z, 3H), 1. 4 5-1. 5 1 (m, 2H), 3. 0 6- 3. 0 9 (m. 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b 
r, 1H), 7. 58 (s, 1H), 7. 6 7 - 7. 7 0 (m, 1H), 8. 04- 

8. 06 (m, 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 

9. 3 5 (s. 1 H) 

»*#KtM (ES I -MS, m/z) : 4 2 8 (M*+ 1) 

^flSflU 1 0 8 : N-T'fSfr-N' - (4-f (6, hty-4-^f 7'J 
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4- [(6. h+y-4-+t7Ur;|/) - 2 — ~ h □ 7~ »J 

>(5 0mg) ^dd*M (10ml). h 'Jl^Ji > (0. 2ml) (3 
*OD7fr;UAK:$gA?LfcHJ*xy> (4 3mg) SJo^tlfit 
3 0$HHJ*#Lfc. 5fclZ^;i,75> (22nl) £JQ;LT. S6fcMT-«fc 

'H-NMR (DMSO-d., 4 0 0MHz) : 5 0. 91 (t, J = 7. 3H 
z, 3H). 1. 3 0- 1. 4 9 (m, 4H). 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H). 7. 40 (s, 1H), 7. 51 (b 
r, 1H), 7. 57 (s, 1H), 7. 68 (dd, J = 2. 9Hz, 9. 3H 
z, 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d. J = 9. 2 

Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 

mmftffim (ESI-MS, m/z) : 4 4 2 (M + + 1) 

gUfljl 09 -N- {2-^PD-4-f (6, 7-y^ h^->-4-^^-'/'J 

N- {2-*DO-4-[ (6, 7-y^h^y-4- + f/'J-/|,) 
7x.-)V) — N' -^Otf;Pr>U7 (1 0 Omg) 4«i*f h7th*D77> (3 
0ml) KigfllU Tk^fcxHJCA (60wtX, 88mg) £iD>tTmfiT' 
1 5#M«Lfc. #K;y □d^JM^I/X-tSU' (67// 1) ^JO^T, $ 

fitiLfc. *no*;PAJI£&7K«B^HJtfATftjBiU «ffiT»«*S*LT 
Oik-Sty)* 1 8 m g . « 1 8 %Tf#fc. 

'H-NMR (DMSO-dc, 4 0 0MHz) : 6 0. 8 9 (t. J = 7. 6H 
z, 3H), 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H). 4. 07 (s, 3H), 4. 08 (s, 3H), 4. 54 (br. 2 
H), 7. 29 (dd, J = 2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H). 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1 H). 7. 50 (d, 
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J = 2. 7Hz, 1H), 8. 6 6 (s, 1 H) 
Sl^tfl (ESI-MS, m/z): 46 1 (M + +l) 

%jfigyi i o : N-7-tr^;i/-N- (2-^pp-4-r(6, 7 -is* h^-y- 

N- {2-*PP-4-[ (6. 7->>* h^->-4-+±!/U-JW 
7x-;H -N' -yDf^UT (1 0 Omg) ^tKt 1 h5kFo75>(3 
Oml) fzigflPU MJ£ A (60wt%, 8 8mg) ^jD^T^rST 

1 5#|Si1«#Lfc. *l;Ifk7t?jP (6 3m 1) £SDx.T> £bf;:^?ST2l$ 
ffl«#Lfc. $ETi£$££@£U 7k£in;i£pp*;i/ATtttfJL£:. £pp* 
;PAJ1 h »J £ATf£&U »BET*»*S£LTl»Snfc»a** 

PPtf;UA/71: h>TJRMT*HPLCfc«fct)tt«U SjH©{k^f»S 2 7mg> 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m, 2H), 8. 63 (s, 1 H), 9. 08 (br, 
1H) 

H*#tfHI (ES I -MS, m/z) : 4 5 9 (M + + 1) 

^Mfflll 11 : N' - {2-^OD-4-r(6, 7~^pC b^is- 4 -*j-V 

2-?PP-4-[(6, 7-vV h + v-4-+±yj-;l/) J-iJ 
> (5 6mg) £^PP*;i/A (4ml), h'JxfJl/75> (0. 3ml) \zfe 
ffiLfz'&, 2un7ts)UI*\zmmLtzbiJ*Z7> (5 Omg) SrflnAT^r&T 3 

U &.mo{t&tfo*4 2mg, 1R$5 8 %T't#fc. 

'H-NMR (DMSO-d., 400 MHz): 50. 99 (t, J = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m. 2H). 3. 08 (s. 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, J=2. 7Hz, 1H), 7. 38 (s, 1 H), 7. 53 (s, 1H), 8. 

41 (d. J = 9. 0Hz, 1H), 8. 64 (s, 1 H) 

SiMt (ESI-MS, m/z):43 1 (M + +l) 

gyggy 12:N'-(2-gaP-4-f(6, 7-ypt h^PS/- 4 -=frj-'/ 

U_;u) ^i/)7iz;n -N-x^-N-yoh>^l/7 

2 -£cm-4 - [(6, 7 -i^>*>—4 -^'/»J-;W **v] 7~U 
> (8 Omg) ^^PP7^;i/A (3ml), hUX^;P7 5> (0. 3ml) fcig 
^ODMAl;Iib/:h'J*7y> (7 2mg) *JDtLTMT1 
5 Lit. &tCN-X^7°0 e;P7 5> (4 4// 1) £JD*.T, $bf3 

'H-NMR (DMSO-di, 40 0MHz) : 51. 00 (t, J = 7. 3H 

z, 3H). 1. 28 (t. J = 7. 1Hz. 3H). 1. 6 9 - 1. 7 4 (m. 

2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, J = 7. 1Hz. 

2H). 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s, 1H), 7. 

17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, J=2. 7H 

z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J = 9. 

0Hz. 1H), 8.6 3 (s, 1H) 

Kft#tfft£ (E S I - MS, m/z ) : 4 4 5 (M + + 1 ) 

&8B0ill 13:N' - [2-»DD-4-f (6, 7-y^ h 4=^- 4 - ±±V 

2-/700-4- [ (6> h + ->-4-+t , / l J-;W 7- 'J 

> (1 OOmg) S^QDMA (3ml), MJx5\>P75> (0. 3ml) K 
®MLtzWi, 2uu-fc)VI±\Z®mLtzhV*7.>r> (90mg) ^IBXXM^TQ 
1 5#iaffi#Lfc. ^fCi/7*ae;i/75> (6 2/tl) ^Jm^T. SSK^ST 
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*H£>fc£tl£4 8mg, iR*i3 5%T*§£:. 

'H-NMR (DMSO-ds, 400 MHz): 60. 99 ( t, J = 7. 3H 
z, 6H), 1. 66-1. 76 (m, 4H), 3. 3 2 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1 H), 7. 
16 (dd. J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 (d, J=2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1H), 8. 6 3 (s, 1H) 

nmftffim (ES I -MS, m/z) : 4 5 9 (M + + 1) 

gEMffjl 114: N-T^fr-N' ~ ( 2 ~7 □□- 4 -f (6, 7 -ypt K^->- 

4-^yj-;i/) ^-^^i7x-;[/} -n-^^;p^^7 

2-/70P-4- [ (6> 7-^ h*->-4-*^/ll^;P) **^] 7- U 
> (80mg) &?nnts)lA (3ml), h'Jxfj|/7 5> (0. 3ml) fdfg 
^Lfe^, ^□□*;PAK:*«:LfchU^y> (7 2mg) £in*_T^jST 1 
5 #ffltt# Lit. ^flN- * ^7*3^7 (4 3m 1) £JD;LT. 

U £&<D{k&yi&2 6m.g, iR^2 4%Tt#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0. 9 9 (t, J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2- 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd. J = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d. J = 2. 7Hz, 1H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 (s, 1 H) 

8fi##rM (ES I -MS. m/z) : 4 4 5 (M + + 1) 

mt&Ml 15:N' ~ ( 2 -7 □□- 4 -f (6. 7-v* h^->- 4 z*±V 

u_;i/) tt->i7i>;n -N- (4-7 □ D7x-;i/) -N-/f;i/^7i^7 
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2 - [(6, 7-y^h^y-4-*t l /'J^) 7X'J 
> (80mg) £^PP*;PA (3ml), HJx^;U7S> (0. 3ml) izfe 
MLtcm, ?an*)l,AlZ®mVtzhV*Zif> (7 2mg) £;tax.T^&Tl 
5^M^L/co #(C4 - ^DO-n-^^J-'J > (35/i 1) ^iOAT> 

£££3 o^JnMSStLfc. S^ic^y-;^^ ^pp*;ua/*^ 

Trifc&U mm<Dit^^:8 3mg, JR^ 6 9 %Tf#£„ 
'H-NMR (DMSO-d«, 40 0MHz): 3. 36 (s, 3H), 4. 06 
(s, 3H), 4. 07 (s. 3H), 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz. 9. 0Hz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
Mfi##rM (E S I -MS, m/z) : 4 9 9 (M + + 1) 
$iMMl 16 :N' -(2-^pp-4- [(6. 7 -if* h^->- 4 -*±*/V 

2-/7 DP _4_ [( 6l 7-v* h + v-4-4 : t l / , J^) 7~ U 

> (50mg) ^^DP^A (2ml), h U X3^7 5 > ( 0 . 5ml) [Cjg 
fi?L£SL ^OD^MLfchU*7y> (4 8mg) £Jjn;LT^f£T 3 
O^r^M^Lfco ^13^X^7 5 > (0. 5ml) &1)Q?LT. £bfC^£T- 

HPLCKcfcDMMU ^<ZMfc£#j£3 7mg, « 9 3 

'H-NMR (CDC 1 .i, 400 MHz) : 6 1 . 30 (t, J = 7. 1Hz, 

6H), 3. 44 (q, J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 

0 (s, 3H), 7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 2 

7 (s, 1H), 7. 31 (d. J=2. 7Hz, 1H), 7. 59 (s, 1H). 

8. 15 (s, 1H), 8. 48 (d, J = 9. 0Hz, 1H), 8. 81 (s, 

1H) 

fCiMfi (ESI-MS. m/z):43 1 (M*+l) 

HMffiJl 17:N-(2-^PP-4-[(6, 7 - K^->- 4 j-y/'J - 
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2_/7oo_4-[( 6) 7 7~U 
> (50mg) £^Od*;|/A (2ml), h 5 > (0. 5ml) £i§ 

MLfzm, 2nwfc)l,&izmmLfzhV*Zfr> (4 8mg) *MtiI1f3 
0ftfkm&L1t. X\Z- 7 8gl:^L, *?)V7*>im.m. (1 3 0mg) £ 

^□o*;PA/pC^y-;p-cfi||l!TSHPLCC«fcO»i!L, SfflOffc^ftfc 4 1 
mg, $^7 0%Tl#fc« 

'H-NMR (DMSO-ds, 400 MHz): 52. 68 (d, J = 4.4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s,. 
1H), 7. 43 (d, J=2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
SMM (ESI-MS, m/z): 3 8 9 (M + +l) 

mmmi is.-n' -12 -?cm-4- [(6, 7--^^ 

2-*OP-4- [(6, 7-i/^ h + ^-4-^^-V'J -;u) 7H'J 
> (50mg) $:^Dn*M (2ml). MJx9=-;i/75 > (0. 5mI)US 
MLfzfe* ?nn*,)\,AlzmmLfzh>)*7><f> (4 8mg) ^iaXXMUT3 
OMitlt 7 8 U y^f^7=>Mi| (2 5 0mg) 

^oo*;UA/^^y-;PTJllll!r5HPLCt«J;0tt«L. SiO^«lS3 3 
mg, IK35 5 3%T?#fc. 

'H-NMR (CDC 1 3, 4 0 0MHz) : <5 3. 11 (s, 6H), 4. 12 (s, 
3H), 4. 20 (s, 3H), 7. 05 (s, 1H), 7. 17 (dd, J = 2. 
4Hz. 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H), 7. 59 
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 (s, 1H) 

MtftffH (ES I -MS. m/z) : 4 0 3 (M*+l) 
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gUMi 19 : N- (2-7QD-4- {[6-pt h^5>- 7 -(3 zfEjM] 'J J 
7°n#*is)- 4 7x-;[/) - n ' -7'ae;i/'j7lx7 

N-{2 - ^□□-4-[(7-t + h + ~>-4-+^-v'iJii;i') 

7iz;H — N ' -yntf^^l/T (7 5mg), ^*U"7A (5 lm 
g). 1,3 -y/Dt/D/t/ C 7 6 Ml) ^N,N-y/fMM7$h* (4m 
1) {C^?LMT3P^lf#L£. MffiT^$@*LTt#^,tl^$lC7jc$ 
JPA> ?nD*;UAT'tt£HL£. WaJf£*7KM:hhU£ATi£*£U MJEET 
M$:g*LTf#^n^^^^X-^;raife#L, N — (4- {[7- (3-7*D 
qE7°0#+-» -6-^h + y-4-WJ^] - 2-^DD7i 

— n ' -yoe;i/>7i/7$:7 4m g , iK^7 8%Tf#fc. t#£ft;t*p B m 

(74mg), vmtlWk (51mg), ^>>M>U > (13 Owl) £N,N-v/^ 
;^;i/A75K (4ml) K^L^r£T-M#L7c. ®f£T\mZ%£LT 

n *> nttm £ \zmmm7mi- v u ■? a?**^^* 7 □ □ m AtatB L£ 0 

□ □^^A/^^y-^-cs^-r-s^u^y^^ dt h?7yj-iz£K>mm 

U »lt«4 9rag, W6 3%T#£, 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 0. 89 (t, J = 7. 4 4Hz , 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 -2. 4 9 (m, 4H). 3. 0 4- 3. 0 9 (m, 2H). 3. 3 
2-3. 38 (m, 4H), 3. 5 2 - 3. 6 8 (m, 3h), 4. 03 (s, 3 
H), 4. 2 3-4. 2 9 (m, 1H), 4. 32 (t, J = 5. 89Hz, 1H), 
6. 98 (t, J = 5. 49Hz, 1H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 36 (s, 1H), 7. 46 (d, J = 2. 68Hz, 1 
H), 7. 53 (d, J = 7. 81Hz, 1H), 8. 03 (s, 1H), 8. 18 

(d, J = 9. 27Hz, 1H), 8. 54 (d, J = 4. 39Hz. 1 H) 
Sfg##rM (ES I -MS, m/z) : 5 2 9 (M + ) 

mmmi 2 0 : N- (2-gna-4- {[6- / V*is-7 -(2-*:)V*\) ; 

ih4-»-4-^'/'j-;i/] ^->} 7x-;i/) — n' e;i/-7U7 

N-{2 -7DP-4 -[(7 -t Ka^i>-6-y 4 -^yj X^) 
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7i3) -N ' -7nE)lVU7 (7 2mg), £*$^U7A (3 0m 
g), l,2-y^DW> (6 2 Ml) £N,N-v*^;i/7j>Jl/A7 = K (4m 1 ) 

g*LTt#etlfc^^^X— r;PT^#L, N— (4- {[7- 
*v) - 6 h + ^-4 -+^-VUx;U] -2-^DD7x-JW - 

N ' -7nt°;i^U<7£4 Omg, iR^4 5%T#Aco f#btlitTO# (4 5mg)» 
UcB&A'J V A (3 0mgh qE;p*'J> (8 0 Ml) £N,N~:/;<WI/*;UA7$ 
K (2ml) (C»#L£i&T-l!fei*#Lfc. «jET&&£f^LT$ StlfcaS 
tfiSfO^BI**^- h 'J ^A*iS{K*JpA^ □ □^;UAT"ttiii Lfeo Ilia* 

pc^y-;|/TJIIPg-r*v' , J*y;i/^PTh^7 7^-C«k0»«L» 
fe^42mg s '[5^5 6%T*§7c. 

'H-NMR (CDC 1 3, 4 0 0MHz) : d 0. 89 (t, J = 7. 3 2Hz, 
3H). 1. 4 3- 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m. 2H). 2. 
66 (bs, 1H). 2. 79 (t. J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4H), 3. 5 3 (m, 1H), 3. 
5 7 - 3. 5 9 (m, 2H), 3. 96 (s, 3H), 4. 31 (t, J = 5. 8 
5Hz. 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 
41 (s, 1H). 7. 4 6 - 7. 4 7 (m, 1H), 7. 55 (d, J = 12. 
69Hz, 1H), 8. 03 (s, 1H). 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 5 5 (d, J = 5. 3 7Hz, 1 H). 

nmfttifm (es i -ms, m / Z ) .-517 (m + + n 

21 : N- (2-?oo-4 - {[7 - r3 - t. Kn^yya^y)- 

6-/ht^-4-WJz;i/] ^-^->} 7iz;p) — n ' -ype;^i/7 
N-(2-i7DD-4-[(7-hh , a+y-6-^ h^->-4-^^7Ux;i/) 
7x~;H -N* -7ofcf;i/7l/7 (5 5mg) ,&K#>J>7A (2 0 
mg). 3 -7*P^- 1 -7°PAV-;i/ (6 2 Ml) ^N,N-y/f »A7 
5K (4ml) t»*LMT3«niI«»Lfc. «BET®ftS£S5&LT&fcttfc 
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x'J*WD7h^77^-l:J;0iS3U 3tm<D<t£®£ 2 5mg, JR*4 
0%Tf#£„ 

'H-NMR (CDC 1 3, 4 0 0MHz): 50. 91 (t, J = 7. 44Hz, 
3H), 1. 24 (bs, 1H), 1. 4 3- 1. 5 2 (m, 2H), 1. 97 (t, 
J = 6. 22Hz. 2H). 3. 06-3. 11 (m, 2H), 3. 56-3. 7 
1 (m, 2H), 3. 9 7 (s, 3H), 4. 27 (m, 2H), 6. 9 9 (t. J 
= 5. 6 2Hz, 1H), 7. 23 (dd, 3 =2. 68, 9. 0 3Hz, 1H), 
7. 38 (d, J=9. 03Hz. 1H). 7. 47 (d, J=2. 68Hz, 1 
H). 7. 54 (s. 1H), 8. 05 (s. 1H), 8. 20 (d, J = 9. 03 
Hz, 1H), 8. 5 5 (s, 1H) 
f?fi#*Hi (E S I -MS, m/z ) : 46 1 (M + + 1 ) 

$mmi 2 2 : N— (2 -^PP-4 - {[7- ( 2 - b H P^->X -6 

h^v-4-^^-yj-;i/3 ^->} 7x^2k) — n' -:/pe;t^^y 

N-{2-£OP-4-[(7-k Ko*->-6-* h + y-4-+t , /'J^) 
7x-JH — N ' -ypf;U^l/7 (50mg), csgtfj'J^A (3 0m 
g). Xfl/y^D^k H 'J > (4 4 Ml) ^N,N-y^fJ^M7$h' (4 
ml) \Z®ffiLmUT*3m®mftLtc a MEETM^^LT#btlfe?i-${Z7jc 
£2JDA. *PP*;UATJ4ffiL/i. *T*£S££t7kB£&:*- h 'J 7A"C^iL, MEE 
T?&$ £S£ L Tf# snfca $ £ 2 a a $ J -)VT:Wmt 5 x 'J # y 

'H-NMR (CDC 1 j, 4 0 0 MHz ) : (5 0. 91 (t. J = 7. 44Hz, 
3H). 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 -3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J=4. 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1 H), 6. 99 (t, J = 
5. 37Hz, 1H). 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H). 7. 48 (d, J=2. 68Hz, 1H), 7. 55 (s, 
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1H), 8. 05 (s, 1H). 8. 19 (d, J = 9. 27Hz. 1H). 8. 5 
5 (s, 1H) 

StS##rffi (ES I — MS, m/z) : 4 4 7 (M + + 1) 

g^Mi 23 : N- (2 -^7 □□- 4 - {f6-^h^->-7 - (4-£'J^;U 

Jth*^) -4-^^-'/U_;i/1^-^'>} 7x_J^) - N ' -7n¥)lr5UT 

mm (N- {2 - ^PP-4-[ (7-th'D + y- 6 4-+^ 
«/U-;W t+y]7i^;H — N ' -7 , Dk>-7l/7, 80mg) 
(I38mg). 4-^na^^;Hf U v>^^ (4lmg) £N,N-v*3MU* 
;t^A75K (lml) (C^L80rT3P3M#L/c. fcfc&£mzX$:1)Q?i. 

>7uu*)ih--7un; -)i (3/1) TjfittiLTc. WM^*7jc6S^h'J^ 
AT3£^U M£ET^$SSLTf#bn7c^$?:HPLC{CTliffi!L, gES© 

'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 6 (t. J = 7. 6Hz. 3H), 

1. 5 3- 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 

z, 2H), 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s, 1H). 

7. 14 (dd. J = 2. 7Hz, 9. OHz, 1H), 7. 27 (s. 1H). 

7. 29 (d, J=2. 7Hz, 1H), 7. 41 (d. J = 5. 9Hz, 2H). 

7. 54 (s. 1H). 8. 24 (d, J = 9. OHz, 1H), 8. 59 (s, 

1H), 8.6 3 (d, J = 6. 1Hz, 2H) 

f?*##rM (ES I -MS, m/z) : 4 94 (M + + 1) 

jflSiMi 24:N-f2-^aa-4- ({6-^ h=^f>- 7 - [( 5-^*1) 

y^>^) -4-^yj-;u) ^-^^) 7xzjh-n' -^pfcf 

N-{ 2 - ^□□-4-[(7-fc 4 -^^/D:^) 

7x-JW — N' -yDf;U^l/7 (7 Omg), j^TjU^A (3 Om 
g). ^>^p<5 1 l/>ypv^ K (8.0 Ml) $N,N-y^?JWI/A75K (5 

mi) \zmmL^-i: zmmftLtc. UfrT®m*m2kLT%t>titt%i£\z* 

T?t^?:@*LTf#b^c^$$X-x;H:ft#L, N — [4 - ({7 - (5-7* 
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DD7i-W — N' -yPWl/7i&4 3mg* $^4 6 f#$n 
fc+M# (4 3mg). ^StfJll^A (3 0mgK ^*U> (7 Owl) £N,N 
-i?^f;^A7$ H (4ml) C8»LSiT-«l#Ufc. MfiETSttE* 

£ * a □ -fciik/** j -jwmwrz •> u o7h^77^-i:j; 

BttfiU &m<Dit%y)* 2 0mg l W6 8%r#fe. 
•H-NMR (CDC 1 3, 4 0 0MHz) : <5 1 . 71 (t, J = 7. 32Hz. 
3H), 2. 28 (t. J = 7. 20Hz. 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 29~3. 30 (m, 5H). 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 - 3. 9 0 (m. 2H). 4. 36 (t, 
J=4. 65Hz, 3H), 4. 46 (t. J = 4 . 76Hz, 1H), 4. 77 
(s, 1H), 4. 99 (t. J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd. J = 2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d, J=2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1H). 9. 35 (s, 1 H) 
WSMfl (ES I -MS, m/z) : 5 5 9 (M + + 1) 
»frjl 25 :N- (2-^aP-4-r(6-^h^x-7 - {f5 - ( 1 rt- 
1, 2. 3- h^)TV-)V-l-^ )V) ^^It^y) -4-^f'/'Jrjl/) 
^->i7:n->>H -n' -yne;i/^^7 

h »J 7V-;K0.41ml), 1 -^Dt- 5 -£OD^>^> (l.Oml) > 3r7{bx 
h7 7*^U7> ; E^'7A (lOmg). *5«fctf3 MtKK^ h 'J >7 A*ig$ (lml) 
£7-th> (10ml) fc»#U 50CT'18P#^jf^LAc o K*Sig^t*$jD^. 

«U (390mg) 

fC^ (N- { 2 -^7 PO-4 -[ (7-tKD + y-6-/h + y-4-+tV 
ij-ju) t4 1 -/]7i-;H — N' -^□tr;U'7l^7. 80mg) .^Krt'J^A (1 
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38mgh ffij$<D$>ffl{£ (52mg) ^N,N-y7f^*M75 h* (lm 1 ) 13 
**Ll20t;T5fclHHl#L&. KfomGmzykZtinz.. ^od^a-^d/V 
-)V (3/1) TttffiLfeo Wai2rM7KM±hU^7AT^L> MEET?£$ 
£gffeLT|#bft£^££HPLCKT)it§3j L, 3lJl©<f;£$£4lmg, W 
38%TWco 

'H-NMR (CDCh, 4 0 0MHz): 50. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0 -2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J=6. 6Hz, 2H). 4. 44 (t, J=7. 3 Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J=2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s. 1H), 7. 29 (d, J=2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 
I1MM (ESI-MS, m/z): 54 0 (MHl) 
H^ffiJ 126. -N' - 4- (f6 - ^ h=fr->- 7 - (4-hf'Jv 

7 

(N ' - {2-^OD-4-[ (7 - fc: Ko + >--6 h + ->-4 - + 
i-V*)=.)V) ^->]7i-JH -N, N-ylWl/7. 83mg) ,^gfe* U 
£A (138m g). 4 -*DP*3\l|/tf 'Jy>MI (49mg) £N,N-v*?- 
MJl'ATS K (lml) K^L^i&Tl8raJ&#L£. S^S^t**lin 
X, tuu-fofrk-'Junj -)\, (3/1) T'ttiiJLfc. ffttJi h 

'H-NMR (CDCh, 4 0 0MHz) : 5 1. 2 6 (t, J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H). 6. 98 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s. 1H), 7. 29 (d, J=2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s. 1H). 8. 63 (d, J = 5. 9Hz, 2 H) 
KS##rte (ES I -MS, m/'z) : 5 0 8 (M + + 1) 



mmmi 21 .- n- (2-^dd-4-{[6-^ 7 - u-^fru/ 

7>^v) -4-*^/'j-;t/) ?M^>} 7x-jj>) -N' -ynbf^fruy 

N-(2-^OD-4-[(7-tKo^y-6-/ h + v-4-4-^-yU-^) 
7HiH — N' -7'nbf;i^7 (70mg), >J >>A (3 0m 

g), ^^fl/^O^F (8 0^1) ^N,N-y^f ^ (5 

T&$£g£LT#btt7cS££x-x;i/Tlft?£U N- (4- {[7- (4-7 
nt^h+y) -6-p< h + ->-4-+^->/'J-;i,] -2-^pd7ji 
x;P) — N ' -7ot:Jl^U7£4 3 mg , JR$4 6 ftbtlfc + P^ft 

(4 3mg), M^'J^A (3 0mg), ^;M>'J> (4 0/il) SrN.N-v^? 1 
5 K (4ml) CigLiiST-M^Lfc. MEETS$£g£ LT 
f#e»nfc^$fz^?n^7K^ h 'J ^A7K«^ira^^ □ a*;i,ATfi&ffiL7c. 

MJ A L . MEET * g£ U Tt# 6 nfcS £ £ * 

'H-NMR (CDCIj,4 0 0MHz): JO. 99 (t, J = 7. 32Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0 -2. 0 8 (m, 2H), 3. 
2 6 -3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H), 4. 
7 2 -4. 7 7 (m, 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H), 7. 30 (s, 1H), 7. 3 2 - 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J=9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

mmfttirm (es i -ms, m/ Z ) : 545 (m + + d 

H^Jl 28 :N- [2 -y-DD-4 - (( 6 - j* h*->- 7 - [2 - (4-^f 1 

;i/bf^7->V)x h^->] -4-^^-'/u-;^} t±kl z*=M -n' -y 
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N-{2-^DD-4-[(7-tKo+y-6-^ h*^- 4 -M 
7i-JM -N" -zfntffrVUT (6 0mg), IBKrt'J^A (3 0m 
g). 1,2 -J/7ntl^> (7 0 mi) ^N.N-y^^WATS K (4m I ) 
MS? L^&T 3 P#M# L fc. $J£T»£M* L Tf# S tltcB^ \Z7^tQpi % 

®£LTf#StlfcJ£$£x-5^TBfci*U N- (4- {[7- 

- 6 - / h + 4 -+^7'J ^*->} -2-^OD7x-;W - 
N' --fuMM 6 mg , IR^6 2 fffctlfc + frW (4 6mg), 

i%m%i)'y& (2 0mg), N-^JUf^v^ (5 0 Ml) £n,n-~>**^;u 
*;UA7S K (3ml) fc*#LMT-*«»Ufc. MffiTi§&£g5£LTf# 

o*;uA/^^y-;uTsajT*^u*^r>^o-7 h^7 7-f--t«fco«ssu. 

&M<D<k£!®}$:2 4mg, «K^5 0%Tf#£. 

'H-NMR (CDCh, 400 MHz): 50. 99 (t, J = 7. 32Hz, 
3H), 1. 6 1-1. 6 4 (m. 2H), 2. 7 5 (m, 2H), 3. 0 0-3. 
16 (m, 4H), 3. 2 5-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H). 4. 02 (s, 3H), 4. 2 7-4. 3 5 (m. 2H). 4. 78-4. 
83 (m, 2H). 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (dd, 
1 = 2. 68Hz, 9. 03Hz. 1H), 7. 31 (s, 1H), 7. 49 (s. 
1H), 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 

nmfttitm (ES I -MS, m/z) : 5 3 0 (M*+ 1) 

jlttflill 29 ;N-{2-gDD-4-[(7-{2-[(2-b Ka^ylf^) 

(£f2k) 7$y] xh*-» -6-^h^->-4-^^-'/Ux;u) y 
xxjW -n' -yae^^uy 

N-{2-*PD-4-[(7-k Ko*->-6-* h + v-4-^t'/>JZJl/) 
7HJH — N ' -7u\d)\,VV7 (6 5mg), ^*'J^A (3 0m 
g). 1,2-v7dW> (3 0 Ml) &N,N-y/^l/*;i/A75 K (4m 1 ) 
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%£LT'&t>nfz&2&X— r;PT!ife»U N— (4- {[7- 

**» -6-* h^S/-4-+^-!/'J— ;W -2-VUU7 - 

N* 6mg, IR$4 5%T|#^„ $e>nfc+ffl# (3 6mg>, 

(3 0mg), N-/^X^y-^7S> (3 0/U) 
^fMM7$ K (3ml) £&»L£iIT--l!fe»#Lfc. «JETJSIi*S56 

SU &m<D<tG%J&2 lrag, JK$5 5%Tf#£. 

'H-NMR (CDCl 3,4 0 0MHz): (5 0. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m. 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1H). 7. 28 (s, 3H), 
7. 40 (s, 1H), 7. 54 (s, 1H), 8. 37 (d, J = 9. 03Hz, 
1H), 8. 64 (s, 1H) 

»S##tM (ES I -MS, m/z) : 5 0 4 (M*+ 1) 

HMffiJl 30 :N- [2-?PP-4- ({6-^h^->~7 - [3 - (4-pt^ 

;nf^?yy^o^y] ;t*x) 7xrjH -n' - 

7"Pbf^frl^7 

N-{2-^PP-4-[(7-kh*P + v-6- / 4 - 

7i-JH — N' -ynf;^l/7 (7 5mg). j&gtfj'J^A (3 0m 
g)> U-yyDtyD/O (7 5#l) e,N-y^fWA7$H (4m 
1) fc8*LMT?3WIIIJ8t#Lfc. «mT8J££@4LTS&ttfcj£<*C*£ 
JPA, ^oo^AtifflLfc. ^««&^7Kfifca8^hU^A7?tt*Rl/, MET 
jS«ESS*LT#etlfcS$ex— r^Ttt^L. N— (4 - {[7 - (3-7*P 
t^O^v) -6-* h + y-4-+tVU->lH - 2-^OD7i 

—N' -7*Ptf;i^!/7£5 Omg. «K^52%Tl#fc. ftSttfc+IWfl: 
(3 0mg), WKjfrUtfA (2 Omg). N-/5 L ;l/tf^7v> (4 0^1) £N, 
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N-y^fMM75h* (3ml) t**LfflTJ-WW^fc. MEETM 

£ y* □ a*)l&/* ? J -ArmfflTZ y^yj^o-7h^7 7^-C 

'H-NMR (CDC 1 3, 4 0 0 MH z ) : 5 0. 99 (t, J = 7. 32Hz, 

3H), 1. 5 8- 1. 6 2 (m. 2H), 2. 2 5 -2. 5 0 (m, 3H), 2. 

7 0 - 2. 8 5 (m, 3H). 2. 9 2 - 2. 9 8 (m, 3H), 3. 2 5 (m. 

2H), 4. 04 (s, 3H). 4. 2 5 (m, 2H), 4. 8 3 (m, 3H), 5. 

34 (s, 3H), 6. 70 (s. 1H). 7. 21 (dd, J=2. 68. 9. 

03Hz, 1H), 7. 26 (s, 2H). 7. 31 (s, 1H), 7. 49 (s, 

1H). 8. 18 (d, J=9. 27Hz. 1H), 8. 59 (s, 1 H) 
Wmfttirm (ESI-MS, m/z):5 44 (M + + 1 ) 
mmmi 3 1 : N' ~r2-?PP-4- ({6-pt h^'>-7-f2- (1H- 
1, 2, 3-h'J7'7-;P-l-r^) t^y) 
7x-;H-N, N-vX^frl^ 

(N ' - { 2 cm-4 -[ (7-kKD^y-6-^h^y-4- + 
^-V'J-^) tt/]7irJH — N, N-yXfj^l/J, 83m g) U 
£A (l38mgh 2- (1H— 1, 2, 3 - h 'J 7^- 1 — 010 4 
1 -^>1z>7>)[/7*j—h (59mg) JN,N-y7fMj|/A7 
5K (lm I) f3^L80CT^8l$M# L/C. S^^#j(l7j<^JPA. y* P P 
*M-7 B o;V-^ (3/1) TttaiL^c. WIS£/I£&7k6£g£y- h U -y ATS 

■f^i h UX^^TS > (0.027ml) (Dy- P PtJs^A (lml) jgffltt, Ot^T* H 
U*7;y-*> (90mg) fln^tT, 30#P B TO$ L7Co £^£$l£0C (C&£PL£f£, 
->*X5 1 ;l'7S> (0.044ml) £MTLT;jO*., 2f^^T^i® £ 
^£#>(c^j^7k^HJ^A7K^££jQ7t, y- □ p^A-^p/ty- - 

(3/1) TitBLfe. tSl$l«th'J7AtSlU $EETi§&£ 
@SLT#^nfc^^SrHPLC(3TM^L, SScDfc£tl£30m g . 1K^29% 
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'H-NMR (CDCh, 4 0 0MHz) : 6 1. 2 6 (t, J = 7. 1Hz, 6H). 
3. 41 (q. J = 7. 1Hz. 4H), 4. 03 (s, 3H), 4. 53 (t, 
J=4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s, 
1H). 7. 13 (dd, J = 2. 7Hz. 9. 0Hz, 1H), 7. 26 (s. 
1H), 7. 73 (s. 1H). 7. 94 (s, 1H). 8. 38 (d, J = 9. 0 
Hz, 1H), 8. 6 0 (s, 1H) 

mmmi 32:3- (r4- (3-?pp-4- ir (yi^j>;) tpix- 

;H7==/} 7x^y) -6-^ h^->- 7 ypt^ 

-N, N-yIfM-A7-f h 

(N ' - (2-^PD-4-[ (7-fc Kn + iy-6-* N**>-4-* 
^^/U-;U) t+y]7irjH — N, N-i/JL?-)VVUT. 83mg) Jk&tJ U 
•y-A (I38mg). 3 - ^Pt- 1 - :7*P AV — ;P (0,027ml) £N,N - i/^-J-JV 

k dmi) \zmm^ov,T\mmm.WLtco K^m.^mz.7^M^ 

>7UU*)VA--7unj -)\, (3/1) TttfctJLfc, ftl^Mith'J 1 ? 
%tz. ^feWi h'JX^;U75> (0.027ml) CD£PO*;UA (lml) jgffcC, 0 

t;-eHJ*;*y> (9o mg ) joat, 3o#M#L/t. s^^^or^^L 

fcft, yxf;i,7 5> (0.044ml) $r?iTL Tin A > 2i^r B WtT^£i;T*l^£L 

AV-;U (3/1) TtttBLfc. «*^*7K5S^^hU^AT^L. MEET 
?g^S:@iLT#bn^$$:HPLC[CTMSL, ^Mtf)fc£t/£l9mg . IR 
^17%-ef#7to 

'H-NMR (CDCh, 4 0 0MHz): fil. 0 4 (t, J = 7. 1Hz, 6H), 
1. 22 (t, J=7. 3Hz. 6H). 3. 09 (q, J = 7. 1Hz. 4H). 
3. 36 (q, 3 = 7. 1Hz, 4H), 3. 75 (t, J = 6. 3Hz, 2H), 
3. 97 (s, 3H). 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s. 
1H), 7. 10 (dd. J = 2. 7Hz, 9. 0Hz. 1H). 7. 24 (d. 
J = 2. 7Hz. 1H). 7. 27 (s. 1H), 7. 45 (s, 1H). 8. 33 
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(d, J = 9. 3Hz, 1H), 8.5 5 (s, 1 H) 
jjjgljl 3 3 : N — f 2 - ^7 □□ - 4 - ({6-^ h^->-7-f3- (4-tf'J 

(N- (4- {[7- -6-^h^v-4~* 
±VU-;P]^+'>} -2 -^PD7x-;W -1ST -T/PtMl^UT, 80mg) , 
mmtlWl* (138m g). 4-*)Vtl-7h\ZViSy (22mg) £N,N - i?*?)V 
*^7S h* (1ml) fc»*LMT3P*W«#Lfc. JEJg«^«K:7k*lPA, 
>7uuib)[,A-zfun;-)\, (3/1) TttttiLfc. W«»**s*«[K^ h >J £ 

£#j£60mg. iR*72*Tft£. 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 91 (t, J = 7. 6H2, 3H), 
1. 5 0 - 1. 6 0 (m, 2H), 2. 2 4-2. 3 2 (m, 2H). 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0-4. 8 0 (m. 1H). 6. 62 (s, 1 H), 7. 11 (d 
d, J = 2. 7Hz, 9. OHz, 1H), 7. 11-7. 1 6 (m, 2H), 7. 
23 (s, 1H), 7. 25 (d, J=2. 7Hz. 1H), 7. 45 (s, 1H). 
8. 19 (d. J = 9. OHz, 1H), 8. 3 0 -8. 3 4 (m, 2h). 8. 
5 5 (s. 1H) 

(ESI-MS, m/z): 5 5 4 (M + + 1) 
£MM1 34 :N— { 2-^PD-4-r (6-* h=fc->-7 - { 3 -f (1-/ 
2, 3, 4-fh7'/-^-5-fjP) t^I^P^^) - 
4-»t7'J^) ^^>-17x-;i/} — N' -^OWk7 

JR» (N- (4- {[7- (3-ya^^D^^v) -6-* h*«>-4- + 
t7U-^'>} -2-^dd7i-jH -N* -7nWl/7, 80mg) , 
M^#U^A (138m g). 5-^J|/*7"h-l-fh77-J|/ (23mg) £N,N 
->7f;^M7$ h' (1ml) fc*tfLMT3WH«J*L&. 
K7j<£iD;t, ^dd*M-7d/V-^ (3/1) «Lfc„ W$/I£lS7k 
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U £g©<fc£tt£71mg. ^Lms%mtZo 

'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 1 (t, J = 7. 3Hz, 3H), 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9- 2. 4 8 (m. 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H), 3. 86 (s, 
3H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10. (dd, J=2. 7 
Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3. 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 

nmftffim (es i -ms. m/z) : 559 (m + + d 

jftjfeflill 35 : N- (2 -#nn-4- {f6-/h^5>-7 - (3-hf^Ux 
/yp^^-» -4 ^iM^kl 7x-Jl^) — N' -yahVl/frU 

7 

N- [2-truu- 4-[ (7-fc Ko^x-6-^ h*->-4-*ty i J = 
;W t+y]7iZJH — N ' -^Dtr^UT (500mg) .m^'J^A (857 
rag), 1,3 ~->*7'P ; E7°o/t> (0.5ml) 5N,N-y^fMM7S H (5 
ml) l;illMT3BtWLfc. »ffiT«tt£S£UT#Sttfc3Safc* 
ZtiQZ.. ^□□^;UA/2-yDAV-;P (4/1) TttliJLAc. W«IS*4S*Bg 
m± h U 7 A TfciHI L . «BETiS«£ £©S L T# b JlfcS * * X- 5\H/Tifc£ L . 
N — (4- {[7- (3-7'D ; E7'a^y) - 6 - ^ 4 -+^VJ - 

;U]**->} - 2-^DD7i-iH — N' -~fu f;U^l/7^451mg, iK^ 7 
l%Tf#7c. N - (4- {[7- (3-7'Dt7"D/i?+y) -6-*h*->-4 
-^^-yj-;!/]^^} - 2-^DD7HJH — N ' -fuMMVT (70 
mg). SBISrtUSA (54mg). tf^»Jv> (39ul) * N,N - ^)U*;i/A7 5 
K (2ml) \Z®ffiL%&-V-f&®WLjt. «ffiTS*fc£g*LT#&nfcg|£ 

M^- h 'J ATftiiU «JETiSI«£g5fcLTf#£nfcgiS£? oo*;UA/ 
*^/-;K2 0/l)TJHB"rs^U*y;U^nvh^7 7-f-{c«fcO««L, 

'H-NMR (CDCb, 400 MHz): 5 0. 9 8 (t, J = 7. 6Hz, 3H), 
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1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H),.2. 55 (br, 2H), 3. 2 0- 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t. J = 5. 9Hz, 1H), 6. 65 (s. 1H). 7, 17 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 32 (d, J = 2. 7Hz, 1H), 7. 33 
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 (s, 1H) 

£MM1 3 6 :N- [2-7DP-4- ({7-* S^->-6- [2- (4-*?- 

;ue^7vV) xs^vi -4-^y/'j-;u} 7x-jh -n 1 -7° 

(N- { 2 -7 an- 4 - [(6-th'0 + y-7-^ h + ^-4-^^-yjz: 
;U) 7i"M — N' -7"Dfcf;U«7U7 (5 0 Omg), ^KA'JtfA (8 

57mg), 1, 3 -v7*n^7"OA°> (0. 5ml) SN, N- 5>*9\>l/#;UA 
75 H (5ml) fc8#LgJfiT3P#|BJft#Lfc. MJ£T*g«gSLTf#<bft 
fc8££*£;ta;i, ^no*W2-^o/V-Jl/ (4/1) TfflitiLJt. W 

x;UT&#U N— (4- {[6- (2 -7aixh^y) - 7 |^->- 4 - 
^:hy<J -;H ^-+i>} -2-^OD7x-;H -N' -?a U7£4 5 
lmg, JR*7 1 %Tf#7c. N - (4- {[6 - (2-yotl h^x) -7-* 

h*5/-4-*7- 4 /U-;w -2-^od7i-;h - n ' -7*oe;u 

•71/7 (5 Omg). atK*U«7A (4 Omg). N-*^;HM75?> ( 5 0 # 
1) £N, N-y7fMM7 5H (1ml) fc**LMT-ftft*f Lfc. 
MffiT^^$rg*LTf#f,nfc^${'tSfnM^7K^^- h U 7A7jc^^ijp^T7 

S l xf# e> n/cjs £ £ 7 □ □ a/ ^ * 7 -^-ca^T s > «j * y;u7 □ v n 

7*7 7^-(cd;D^g!L. Si©fM$2 0mg, W4 4%t^;. 
'H-NMR (CDC 1 3 , 4 0 0MHz): 60. 98 (t, J=7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4- 3. 2 9 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H), 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J = 9. 0Hz, 
1H). 8. 6 2 (s, 1H) 

nmftffim (es i -ms, m/z) 5 2 9 (m + + 1) 

jg»Jl 37 :N-[2-?DD-4 ({7-^ h^->- 6 - [3- 
M^i>J) 7°a^~>3 -4-^/'Jz;i/} 7i-JH - N ' -y 

(N- ( 2 DO- 4 - [(6-tFD + y-7-^ h + 4 -^yj ~ 
;U) 7irJH — N' -T'DfcTJI/tfUT (5 0 Omg), j^^'J'y-A (8 

5 7mg), 1, 3-y7DtyDA> (0. 5m 1 ) £N, N- v*^;|/7ft;UA 
75H (5ml) tC^«¥LMT3P$Rfl«j*Lfc. MjETig$£g£LTf#btl 

mm £ wmm- v u •? a l . meet^ss * @£ u xn e * x- 

T-;PT8fc#U N- (4- {[6- (3-7nt7'o#+y) -7-*N*^-4 

5 lmg, iR^ 7 1 %-vntZo N— (4- {[6 - ( 3 - 7"n^7°ntf* v) - 7 
h + y-4-+t , / l JrM - 2 -^PD7i-JU -N' -7*P 

VfrVUT (5 0mg), M^'JC/A (40rag), N- *^;Ut:^ x> (5 
0// 1) SN, N-y^f;^M7 5K (1ml) LMT— BfeflR# L 

®£ L Tt# 6 tlfcJK $ * 7 o □ A/* * 7 -;Hf v 'J # YJU 7 □ T 

'H-NMR (CDC 1 , , 400MHz): <50. 98 ( t . J = 7 . 6Hz, 
3H), 1. 5 8- 1. 6 4 (m. 2H), 1. 71 (b r, 4H), 2. 31 (s , 
3H), 2. 53 (br. 2H), 2. 71 (br, 2H), 2. 11-2. 17 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m. 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J = 2. 7H 
z, 9. 0Hz. 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(s, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 8. 61 (s. 1 H) 

StS##T<I (ES I -MS, m/z) : 543 (M* + 1) 

MMMl 3 8 : N - (2-frDD-4- {j7 6 - (2-g'J$?;U 
-4 -^j-yU-jH^v} 7x_JI/) - N ' -y°n E)lOU7 
M& (N— (2-^DO-4-[ (6-tFD + y-7-/ h^5/-4-*^ 

»/U=;W t+y]7i-JH — N' -yPkT;UC7l/7, 80mg) .p^U^A 
(138m g). 2- {^UU^)V) W)V>m8M (41mg) £N,N-^*?^ 

*;UA75 K dm 1 ) 138* U20t:T3P*M«#Lfc. Kj&ffi£#HC**iD*, 

^□□*M-7'o/V-;P (3/1) TttlfitJLfc. «-*Ji*«*at86^hU^ 

ffc-&$J*54mg, i&3355%Tf#/t„ 

'H-NMR (CDCh, 4 0 OMHz) : 6 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 51-1. 58 (m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s, 
3H), 4. 69 (br, 1 H), 5. 36 (s, 2H), 6. 57 (s, 1H), 
7. 08 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 21-7. 29 (m, 
2H), 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 7 1 (m, 1H), 8. 
15 (d, J = 9. 0Hz, 1H), 8. 5 5 - 8. 5 7 (m. 2 H) 

nmfttitm (ES I -MS, m/z) : 4 9 4 (M + + 1) 

£ffiMl 3 9 : N- (2 -g □□- 4 - (r7 h^riy- 6 - (3 -^Ufr'J 

l7uj£±iSL -4-^±yj-;w^-» 7x-;u) - n ' -yag^fru 

7 

Jg^ (N- (4- {[6- (3-^O^x) -7-^ h^^-4-+^-V*U 
~)V\**is] -2-^DD7i-J|/) — N' -^Dt°;U^U7. 54mg) ,££ 
#'J£A (138m g), ; E;U^iJ> (0.017ml) £N,N- y7fWA75 K (l 
ml) (C?gMU20 , CT3l$rBW£L£. £j&g£ttfc#£;iin;L, ?oo*;ua 
-7°n/ty-;|, (3/1) Tiaifc. **«ft**a«^hU^A-Cl6*U. 
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g, 4X^77% 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 1 (t, J = 7. 6 Hz. 3H), 

1. 4 7- 1. 5 9 (m, 4H), 1. 8 8 -2. 0 0 (m, 2H), 2. 35- 

2. 4 8 (m, 4H), 3. 2 0 (dd, J = 7. 3Hz, 12. 9Hz. 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m. 1 H), 6. 63 (s, 1H), 7. 0 
9 (dd, 1 = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J=2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d. J = 9. 0Hz, 1H), 8. 54 
(s. 1H) 

Jlfi##HI (ES I -MS. m/z) : 5 3 0 (M + + 1) 

%jggjl 40 : N- (2-^DD-4 - f (6- (3 - (2-b KD^yX^) 

JSC** (N- (4- {[6- (3-7n^7utf*>>) - 7 h*^- 4 

-2 -^D07x-;i/) — N' -yotf;U"7k7. 5img) , 
w.B6*'J^A (68m g). 2- X^/-JP (i5mg) £N,N- 

y/fWA7SF (lml) t::ig#L80tT3l5raa#Lfc. 
7K£in;t, *Do*^A-7*n/y-;p (3/1) TfflitiLfc. £-«JI€&7fclk 

^y-;UTJSffi"r5HPLCC«fc0affi!L. ai0ft^S25mg, iK$48%Tt# 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 5 (t, J = 7 . 6Hz, 3H), 
1. 5 3 - 1. 6 2 (m, 2H), 2. 08-2. 15 (m, 2H), 2. 30 (s, 
3H), 2. 58 (t, J = 5. 4Hz. 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 21-3. 26 (m, 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 5. 06 (t, 
J = 5. 6Hz. 1Hz), 6. 79 (s, 1H), 7. 13 (dd, J = 2. 7 
Hz. 9. 0Hz, 1H), 7. 2 7- 7. 2 8 (m. 2H), 7. 48 (s, 1 
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H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 
£ffiMl41 :N- (2-7cm-4- {f6 h*~>- 7 - 

-4-^/'J;h^^} 7x-;u) -n' -7°afcf;u^U7 

(N — [2-^UU- 4-[ (7-th'n + y-6-^h + y-4- + y 
U;U) t*«>]7x-;H -N' -7'ne;U>7l/7, 80mg) .^ItfjU^A (13 
8mg)> 2 - truu*?-)VWJ>mmM. (4lmg) £N,N-5>*^;Mv>UA 
75 K dm!) fc$#LroT:-C3l5raft#Ljfc. S^^fttTfcSJbP^., 
o*M-ya/V-JP (3/1) X-mthLfzo *r«S£4S*BtK:J- h 'J «7 AT 
£«U »BET*«S«56LT#6nfca$*HPLCK:T»ttL, £m<Dfc% 
$)£8lmg> JK$82%Tf#fco 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5 -4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46. (d, J = 5. 4Hz, 1H). 6. 67 (s, 1H), 7. 08 

(dd, J = 2. 9Hz, 9. OHz, 1H), 7. 19 (d, J=2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J = 2. OHz. 7. 8Hz, 1H), 8. 25 

(d, J = 9. OHz, 1H), 8. 46 (d, J = 5. 1Hz, 1H), 8. 6 
1 (d, J = 4. 6Hz, 1H) 

M##rtt (ES I -MS, m/z) : 4 9 3 (M + + 1) 

mmmi 42. -N- (2-7 □□ -4- If 6-* h*is- 7 - (3~e'J-» 

*_t±id -4-*/ Ujkl*±id Zx^HO ~ n ' -7'abf^'7U7 

(N- {2-7on-4-[ (7-th'D+y-6-^h+y-4- + y 
UJU) t**>]7x-;H — N ' -y"u\i)VOUT. 80mg) .^BS^'J^A (13 
8mg), 3-^on^^eUy>Ml (4lmg) £N,N- v^^tfO'A 
7SH (lml) \Z®BL80'C-V3mr*m&lstzo KfoU'&mzfc*lMX. 7P 
□ ^;i.A-7"DAV-;U (3/1) TttffiLfc, tmSiTlcSSth^AT 

ttttu «jETJ6»*»4LT#&nfc3a**HPLctTiii«L, mmoits 

#/£7 0mg. JR$71*T»fc. 
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'H-NMR (CDC13, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 3Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s. 3H), 4. 8 2-4. 9 0 (m, 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1 H), 6. 72 (s, 1H), 7. 09 
(dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz. 1 H) 7. 47 (s, 1 
H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(s,lH) 

mmttffim (es i -ms, m / z ) : 4 9 3 (m + + d 

143 : N - (2-^DD-4- {r 6 - / ->- 7 - ( 4 - b° U 22k 
;* -4-^/U;Ht=t 1 y) 7x_;U) - N ' -:/Dfcf;UfrU7 

JH£f (N — { 2 DO-4 -[ (7-th'D + y-6-^h + y-4-=t : y 
U;i/) t+->]7i^H -N' -yoe;^l/7. 80mg) ,^g?*U^A (13 
8mg), 4 -*cm*^;HfiJ 5?>ifi*Jfi (4lmg) £N,N- vp^l^kk 
7= K (lml) (C^SUorT 3 7c o £fS^£4£lfC7j<£;ta7L, 

□ ^;UA-yDAV-;i, (3/1) TfttiJLit. ^M^^Kgft^h U^AT 
&J£U «EET?f^$:^LT'#btl^$^HPLC{CTMS{j L, ^©fc 

'H-NMR (CDCb, 400 MHz): 50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 8 6-4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J=2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d, J = 6. 1Hz, 2H), 7. 54 
(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 

4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

Sffi##Hi (ES I -MS, m/z) : 4 9 3 (M + + 1) 

gjfami 44: N- (2 □□- 4 - if 6-* h^~>- 7 - (2 - ^l/fr'J 



WO 00/43366 



PCT/JPOO/00255 



- 133 - 

yxh*-» -4-*;i)M**is} 7x-;u) -n' -y'p^j^ur 

%® (N- (2-^DO-4-[ (7-tKD + y-6-/ N*v-4-* / 
U;P) t+y]7iz;H -N' bf;U£l^7, 100m g ) ,£*&# u ?A (1 

72mg), l,2-y7'OW> (0.086m 1 ) £N,N- ¥ *?)l*)l,A7 S. K (l 
ml) (C^L^ST3B#rBim^L7c. ^^toJ^j&fl;^ *PP*;UA- 
7"d/\V-;U (3/1) TfflJtiLfeo ^M^te7K«^hU^AT$^L, M 
JxHF7§&£i§£LTt#£n;t^££X-x;UT&&U tpfflfc (N- (4- {[7 
- (2 -7'P^X h*^) -6-^h^y-4-+;UJ^y} -2-^P 
P7x~;i/) — N ' -yu)d)VOUT) £t#7c. TOft, mmt/'JOA (l38mg), 
^P*U> (0.17ml) £N,N-:>*^;U*;UA7S K (lm 1 ) tCfg^UorT 
20#M#L/c. S^^#|{C7K^]tlPA, yDD^l/A-7 5 o/V-^ (3/1) 

n/c£g£ £ £ p p *;ua/* * y -;ut-M^-T -5 y'JA $-*;t^ a^hV^yj- 
Ci^SL. Se<Z>te£$l£70mg, iK^54%Tf#fe 0 
'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 1 (t. J = 7. 6Hz, 3H), 
1. 5 0 - 1. 5 9 (m, 2H), 2. 57 (t, J = 4. 6Hz, 4H), 2. 
8 8 (t, J = 5. 9 Hz, 2H), 3. 18-3. 2 3 (m, 2H), 3. 6 8 
(t, J=4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 
9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 
3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d. J = 2. 7Hz, 1H), 7. 34 (s, 1H), 
7. 43 (s, 1H), 8. 42 (d, J=5. 1Hz, 1 H) 

nmftffim (esi-ms, m/ Z ) : 515 (m + + d 

MMffll 45 ;N-r2-^7PP-4-( { 6 - ^ h^~>- 7 -f2 - ( 1 H - 1 . 
2, 3-h'J7V-)V-l--j)l) Xh^vl-4-^y ^-»7i-JM 

— n ' -yp^fri^T 

IK** (N- {2-^PP-4-[ (7-th'o4 : y-6-/h + y-4- + y 
UJU) ^y]7xUH — N' -7u\Z)VyU7, 80mg) ,j»#<J£A (13 
8mg). 2- (1H-1, 2, 3 - b*J7V-)U- 1 -<;U) x?MU 4 
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T)V- 1 -s<>-if>Z.)V7*j— b (59mg) *N,N-$?*^;Pjfr;UA75 K* 

(lmi) izmmLi2ox;T5mmmwLfzo Kmu^mz?^^, >?uufc)v 

k-7urtJ-)V (3/1) TffiiiJLfc. #««£fc*«»^U*ATtt*U 
PLCtT»«L. Sj§£Xt£^£92mg, »92% 

'H-NMR (CDCb, 400 MHz): (50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3- 3. 2 8 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br. 1H). 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
18 (d. J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H), 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = l. 0Hz, 1 H), 

8. 26 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 
SiMI (ES I-MS, m/z):4 9 7 (M + +l) 

4 6 : N-f2 -7DD-4- ({7-f2- (1H- 1 --f$ gVU )V) 
ih^yl-6-/h^y-4-^/'JjH t^y)7i-JH- N ' -ypfcT^ 
7^7 

(N- ( 2 -£cm-4-[ (7-th'D + -/-6-^h4 1 y-4-^y 
UJU) ^+->J7x-;U} — N ' -yPtf;U7L/7. 80mg) ,kB6*U^A (13 

8mgh 2- (1H— i -- fsyyy-HO x^;u 4-/^;u- 1 -^>-t*>7s 
h (5 9mg) ^N.N-y^f^AJS K (lm 1 ) Kjg#Ll20 

t:T5P*M«##i/&. Sieffl**ic**iDA, 7pp*;ua-t*o/v-;1/ (3/ 

n^mtnZZ. ^aP^A-^^y-;UTJl^L^:HPLC(CTltS9L, g 

'H-NMR (CDCb, 400 MHz): (50. 96 (t, J = 7. 6Hz. 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0- 2. 0 8 (m, 2H). 3. 24 (d 
d. J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s. 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1 H), 7. 14 (dd, 3 = 2. 7Hz, 9. 

0Hz, 1H), 7. 25 (s, 1H), 7. 29 Cd, J = 2. 7Hz, 1H), 

7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 

J = 9. OHz, 1H), 8.5 8 (s, 1 H) 
KSfrtfrffi (ES I -MS, m/z) : 4 9 6 (M*+ 1) 
HiWl 47. -N- (2-^dp-4- (f7 - (3-h Ka^y'T'ozfrfrS') 
-6-^h^y-4-»yU;Ul^'>} 7i3) - N ' -yp£;UfrU7 
JK# (N — {2-^PP-4-[ (7-kKo^y-6-^h + y-4- + / 
t+y]7HJH -N* -7ofcf;^U7, 80mg) ,k**U^A (13 
8mg). 3 -7 CUE- 1 -7'P/W-;U (0.027m 1 ) £N,N - i/*^;Mx;i>A 
75 K (lml) l:i§«LtfiTl8^f B 1»Lfc. Sfc^ftfczfcfcJn*., 
□ *;UA-7*n/V-;U (3/1) «IL H^AT 
&*SU &£T»lft£g5&^T»6>n&S5$£, *oD#;UA/**/-;rai! 

'H-NMR (CDCla, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6 Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2h), 3. 21 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 69 (s, 
1H), 7. 03 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 14 (d, 
3 = 2. 7Hz, 1H), 7. 36 (s, 1H), 7. 43 (s, 1H). 8. 20 
(d, J = 9. OHz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
3kMm 148 : N- [2-gno-4- ({ 6 7 - [2 - (4-*? 

mU(N- (4- {[7- (2-7oiih + y) -6-^ h + f>-4-^/'J 
;P] **^} -2-^oo7i-;W — N ' -/okVWUZ, 50mg), 

(138mg), 1 -/f;P^7y> (0. 0 5 5m 1 ) £N. N- V 
/fMM75K (lml) Ci«LiiaT18^FWLfc. S^SS^ttH 
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7K£iD;i< tuu*)VK-7urtJ-)V (3/1) TffltiiLfc. #M£&*tt 
U 5 4mg, Wl 0 0 %Tt#/t. 

'H-NMR (CDC la , 40 0 MHz) : 6 0. 9 2 (t, J = 7. 3Hz, 
3H), 1. 4 9- 1. 62 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, J=4. 6Hz, 2H), 3. 21 (del, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5-4. 8 5 (m, 1H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 34 (s, 1H). 
7. 42 (s, 1H), 8. 19 (d, J = 9. OHz, 1H), 8. 42 (d, 
J = 5. 1Hz, 1H) 

KB##f<i (ES I - MS, m/z) : 5 2 8 (M + + 1) 

gjgJll 49 :N- (2-7DP-4- {f7- ( 2 - b h'D^yXh^y) - 

6 K*->-4-*y uw*^) 7x-;u) -n' -7 , nb:;ufrU7 

JRiN- (N — { 2 □□- 4 -[ (7-kHD + y-6-^h + y-4-+; 
■j;U) t+y]7i-JH — N ' -7°Pt>^U-7, 80mg) .jssg^'J^A (13 
8mg). 2 -yn^x? (o.02iml) fcN,N-^f;P*M7S K (l 

ml) fc»#LMTl8l$MiI#Lfc. S^S^4»fc7K*ftl>L, 7cm*;PA- 
7"DAV-;P (3/1) TfflitJLfe. fii^i7K»hU^A«L > ft* 

ClCcfcDIMJU aHO^ftS:80mg, iR*90%Ti#/c o 
'H-NMR (CDCb, 4 0 OMHz) : 6 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J=4. 4Hz, 2H), 4. 
28 (t, J=4. 6Hz, 2H), 6. 46 (d, J = 5. 4Hz, 1 H), 6. 
77 (d,J=8. 3 Hz, 1H), 7. 08 (s, 1H), 7. 08 (dd, J = 2. 
7Hz, 9. OHz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. OHz. 1H), 8. 48 (d, J = 2. 9Hz, 1 H) 
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50 :N- (2-^QP-4-r(7 - ( 2 -f 
Oj£2k) J^yiXh^y} -6-* h^y-4-^/'j;i/) :f*vi:7x-;H 

^ (N — (4- {[7- (2-7Dtih^y) -6-* h*;>-4-4V 
U;i/]^>-} -2-^OD7x-;i/) -N* -7-Dtr;i/^7|/7. 50mg) 
rt'JtfA (l38mg). 2- (^^;i/7=y > ) 3L#J—)V (o.040m 1 ) £N,N- 
>^5M/*;UA75 K (lml) (C^LgjaTl8P#r B m^L/io 
*£iD;i> ^□o*M-7'd/V-j|, (3/1) TtfifcBLfe. WM$^*fiiE 

'H-NMR (CDCIj, 4 0 0MHz): 5 0. 9 7 (t. J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s. 3H), 2. 69 (t, J = 5. 
1Hz, 2H), 3. 00 (t, J = 5. 6Hz. 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7Hz, 2H), 3. 64 (t, J = 5. 1Hz, 2H), 3. 
99 (s, 3H), 4. 26 (t, J = 5. 6Hz, 2H), 4. 66-4. 69 
(m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 
7Hz. 1H). 7. 39 (s. 1 H), 7. 47 (s, 1 H), 8. 24 (d. J 
= 9. OHz, 1H). 8. 47 (d, J = 5. 1Hz, 1 H) 
nmfttirm (ESI-MS, m/z): 5 0 3 (M + + 1) 

mmmi 51 n- (2-gap-4- ([6-* k^>-7- o-^ufru 

/^D^y) -4-^/'JMtyl 7izjb) - N' 

(N- (4- {[7- (3-^DtyD^+iy) -6-*h*~>-4~* 

/u;upM->} -2-^do7izw — n* -yotr;u^L^7. 52m g) 

&#U£A (l38mg). ^E;i/*U> (0.044m 1 ) £N,N- V^)V^)VJ^7 5 
K (lml) t»*L««Tl8»WI«»Lfc. &&WL%mz**Mz-> *oo* 
^A-7°PAV-;U (3/1) TttffiL^c. ff**fcfc*M*HJ£AT<fc« 

23m g. JR^44%Tf#/c. 
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'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 2 (t, J = 7. 6Hz, 3H). 

1. 4 9- 1. 6 0 (m, 2H), 2. 02-2. 11 (m, 2h), 2. 40- 

2. 47 (m, 4H), 2. 52 (t. J = 7. 1Hz, 2H), 3. 21 (dd, 
J = 7. 1Hz, 12. 9Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J = 6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 15 (d, J = 2. 7Hz. 
1H), 7. 37 (s, 1H), 7. 43 (s. 1H), 8. 20 (d. J = 9. 0 
Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

52:N-r2-gPP-4- (6 7 - {f3- (4-*9=- 

«W (N— (4- {[7- -6-*h*^-4-+ 
>"JJl/]**S/} -2-^DD7x-W — N ' -yntMl^U-T-, 52m g) ,j% 
mtlOVA (l38mg). 1 -*3^Ukf^^> (0.055ml) SN.N-^^^P 
*M7S K (lml) fc8MPLSfcTl8l*M«#Ufc. S*fi^«fc:**Jnit, 
^□a*;UA-yn/\V-;U (3/1) TttffiLfc. **JI£ft*ttK:?-hU9 

'H-NMR (CDC1:., 4 0 0MHz) : <5 0. 9 2 (t, J = 7. 6Hz, 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 0 2-2. 10 (m. 2H), 2. 2 3 (s. 
3H), 2. 3 0 - 2. 5 6 (m. 8H), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz. 2H). 3. 94 (s, 3H), 

4. 19 (t. J = 6. 8 Hz, 2H), 4. 8 3 -4. 9 2 (m, 1H). 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s, 1H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d. J = 2. 7Hz, 1H), 7. 
35 (s, 1H). 7. 42 (s. 1H). 8. 19 (d, J = 9. OHz, 1H). 
8.4 2 (d, J = 5. 4Hz, 1H) 

nmftffim (es i -us, m/z) ■. 5 4 2. cm + + d 
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5 3 : N-f2 PP-4 - (6-p< h*i/-7- {\ 3 - ( 1 H— 1 . 
2, 3-h'J77-;P-l-<Jl/) 7 > D^^^1-4-^/'J^} 7i 

HU7V-;K0.41ml). 1 -7D ; E-3-^npynA'> (0.79ml), a^fcx 
h^^J^r^A (lOmg), &&Z$3Mim.it1-hWL>*®m (lml) 

^7-trh> (lomi) izmmv, sovT'ismmmwisfz. K^u^m^^im^ 
§su *r B m (327m g ) zmtc. 

mm (N— [2-2UU- 4-[ (7-th'D + y-6-^ h*->-4-*/ U 
;W t+y]7i"M — N' -^PtfJl^UJ, 80mg) JfcSAUtfA (138 
mg), HuMiOtfW (43mg) JN,N-y/fMM7S F (lml) fcjgfi? 

L8ox:r3m®®ftvrz. fcfom&wzfc&mz.. ^pp*;uA-yp/w-;u 

(3/1) TtttfSLfc, ^mm^MMmi-b^OAX^fmL, ME.T®M&% 
SLTf§6nfc^$^.. ^po*;UA /**y-;PTMT*HPLCfc.fc DISSS 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 4 9- 2. 5 8 (m, 2H), 3. 26 (d 
d, J = 7. 1Hz, 13. 2Hz. 2H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t, J = 6. 6Hz, 2H), 4. 90-5. 
00 (ra. 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 19 (d, J = 2. 
7Hz, 1H). 7. 36 (s, 1H). 7. 51 (s, 1 H), 7. 61 (s, 1 
H), 7. 67 (s, 1H), 8. 26 (d, J = 9. 0Hz, 1H). 8. 47 (d, 
J = 5. 4Hz, 1H) 

mmftVrm (ES I-MS, m/z) : 5 1 1 (M + + 1) 

jjjjMi 54:N-r2-^DP-4 - ((7-f3 - (1 H - 1 — f S^'/U;U) 

yp^^^l- 6-* h*->-4-3V'JJ|/) 7i-M-N' -ypb° 
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-f 5 ^/-;K680mg)> 1 -7DqE-3-^POyOA"> (0.79mlh 3 7 ft 7- 
h^7*5 1 ;U7>^-^A (lOmg), & &tf3 MtKM^" K U 7AzkM (lml) 

57th> (lomi) cig*u 5ot:-ei8B#M^L^o Kfcm$mz*ztox., 
sau (l- -iH--r5yv-;p, 525m g ) £ 

Mft (N— {2-^OP-4-[ (7-th'n + y-6-^h + y-4-4 : y 
U;U) ^y]7i-JH — N* -7°Ptf^^7l/7. 80mg) ,k&#'J7A (13 
8mg)> Huai©^^ (42mg) £N,N-:x;*3S»WUA7$ K (lml) 

^L8ot:T3 0#TO^bfe„ s^^^{i7K^inA, ^□□^A-yn/w- 

)V (3/1) TttfflL/i. Wli^^^ra^-NU^AT^jSL, $JxT*&&£ 
@5SLT#£*l7c^££, ^pp*;UA / ^^y-;i/T'H^-r5HPLC(Zj;f9M 
§3U SE^4>ft:£t!£23mg> »23%Tt#7c. 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 1 (t, J = 7. 3 Hz, 3H), 
1. 4 8- 1. 6 0 (m, 2H), 2. 2 7 - 2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz. 12. 9 Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz. 2H), 4. 21 (t. J = 6. 8Hz, 2H), 6. 39 (d. 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2H). 
7. 12 (d, J = 2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. 0Hz. 1H), 8. 41 (d, J = 
5. 4Hz, 1H) 

HflSfflJl 55 :N- ( 2 -7PP- 4 -f (7 - {2-fv (2-hFa^->If 
)V) 7$yiXh^'>} -6-^ h*'>-4 -4V U;U) ^4^17 x_;U} — N 
' -7°Pbf;U7U7 

JEW (N- (4- {[7- (2-7otih + y) -6-* h*->-4-*/ 
U^]^+v) -2-^7PP7x-;W — N ' -7Ptr^7l/7, 50mg) 
#'J7A (l38mg), l-^f)Hf^7y> (0.055ml) £N,N- 
;PA7SK (lml) (C?^L^ST"188#K»L7Co £^£$7lC7k£;!jn;L, 
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^oo^A-yo/w-;p (3/D rmtHLtzo ^mm^m^m±hoo 

ft£#l£46mg, iR$92%Tt#£„ 

'H-NMR (CDCI3, 4 0 0 MHz) : 6 0 . 9 2 (t, J = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J = 4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m. 2H), 3. 60 
(t, J = 5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H). 6. 75 (s, 1H), 
7. 04 (dd, J = 2. 4Hz, 8, 8Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
^ti&Ml 5 6 : N- {2-^PD-4-f (7- (3~r^ (2-fc KD^f/X^- 
)V) 7$/l7atf*x} - 6-^h^y-4-^/'J;W ^yl7i-;H - 

n ' k:°;t^i/7 

(N- (4- {[7- (3-7*Otyo^y) -6-*H*i>-4-* 
/U^]t*^) -2-!5'D07ii;W -N* -^0^>7l/7, 52mg) ,^ 
B&J&U^A (138m g). yX^y-;i/75> (53mg) SN.N-^jWl'SfcJkfc 
75K dm 1 ) Ci§gL^fiTi8^Wj$Lfc. E in*, 
U*)\,k-7°Urt; -)l (3/1) TttffiLfc. W«t«**S7K8ttffi^-hU^AT 

#!£4img. iR$82%T*§fc. 

'H-NMR (CDCh, 4 0 OMHz) : 6 0. 8 9 (t, J = 7. 3Hz, 3H), 
1. 4 6- 1. 5 6 (m, 2H). 1. 9 7-2. 0 5 (m. 2H), 2. 63 (t, 
J = 5. 1Hz. 4H), 2. 69 (t, J = 6. 1Hz, 2H). 3. 19 (d 
d, J = 7. 1Hz. 13. 2Hz, 2H), 3. 60 (t, J =4. 9Hz. 4 
H), 3. 94 (s, 3H). 4. 32 (t, J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m. 1H). 6. 37 (d, J = 5. 4Hz, 1 H). 6. 94 (s, 
1H), 7. 01 (dd, J = 2. 9Hz, 9. OHz. 1H), 7. 10 (d, 
J = 2. 7Hz, 1H), 7. 42 (s, 1H). 7. 53 (s, 1H), 8. 19 



WO 00/43366 



PCT/JP00/00255 



- 142 - 

(d, J = 9. 0Hz, 1H), 8. 35 (d, J = 5. 4Hz, 1 H) 
nmftVHfe (ES I -MS, m/z) : 5 4 7 (M + + 1) 
IMMi 57 : N- {2-^DD-4-r(7 - {3-f 

;n -n' -ypfcf^^i^T 

mn (N- (4- {[7- -6-^h^i/-4-^ 
/U;U]^>-} -2-^/DD7i^) — N' -7°Oh^<^7, 52m g) M 
&#'J7A (l38mg), 2- OWPTS/) X*/-;P (0.040ml) £N,N- 
v7^MM7$ F (lml) (C^L^STl8P#r^^Lfco Sit^tKC 
tK^Adx, ^do^M-t'd/V-^ (3/1) -eftlllLfe. fli^lM 

U &m<Dik£V0$: 5lmg, «98%TWc. 

'H-NMR (CDCls, 4 0 0MHz) : 6 0. 9 1 (t, J = 7. 6 Hz, 3H). 
1. 4 5 - 1. 5 9 (m, 2H), 2. 0 5 (t, J = 6. 8Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J=5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz. 2H). 3. 20 (dd, J = 6. 8Hz, 12. 9Hz, 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 0 0 - 5. 0 8 (m, 1h). 6. 40 (d, J = 
5. 1Hz. 1H). 6. 79 (s, 1H), 7. 03 (dd. J = 2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, J = 2. 7Hz, 1H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d. J = 9. 0Hz, 1 H), 8. 4 

0 (d, J = 5. 4Hz, 1H) 

St*##rM (ES I -MS, m/z) : 5 1 7 (M + + 1) 

g^Ml 5 8 : N-T2 □□- 4 - ({6-^< h^r^>— 7 -f 4 — ( 1 H- 1 , 

2, 3-h'J7y-^-l-<jP) 7^^i-4-4:y i J;l/} ^c.) -7J- - 

h'J7y-;K0.41ml)> 1 -•/□^E- 4-?UU7? > (0.93ml), 3^{kxh 

7^7^^^ (lomgh &£uzM7mitj-vwk*mm. d m i) £ 
7-trK> domi) stfCT*\mt&m.WLtz. Km^mzy^iMTi* 
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88 U 4>Wfr (l- -lH-l, 2, 3-HJ7V-;k 

314mg) 

(N- {2-ZUU- 4-[ (7-kKD^y-6-^h+y-4- + y 
•J;W t^y]7i-;H — N' -l/ofcf^KT. 80mg).,«K*»J«>A (13 
8mg), Mvk(D^mW (48mg) ^N,N-y7fJ^A7 5h' (lm 1 ) K}g 

#L8orT3i$rait#Lfc. s*fi^«ic**JnA, ^dd^a-^d/v- 

;P (3/1) TttttJUfc. W««S^*«li»±h'J^AT?l&«IL. «JETJgttt£ 
S*LT»&nfc»S£. ^od^;ua / **y-;UT£liBT*HPLCK«fcD*t 

'H-NMR (CDCb, 400 MHz): (50. 96 (t. J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m. 2H), 1. 8 8 - 1. 9 8 (m, 2h). 2. 14- 

2. 24 (m, 2H), 3. 26 (dd, J = 6. 6Hz, 13. 2 Hz. 2H), 

3. 99 (s, 3H), 4. 20 (t, J = 5. 9Hz, 2H). 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 0 0 - 5. 0 6 (m, 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H). 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J=2. 7Hz. 1H), 7. 37 (s, 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 7 2 (m, 2H). 8. 26 (d. 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 
RS^*fM (ES I -MS, m/z) : 5 2 5 (M + + 1) 
mmmi 5 9 : N- {2-^PO-4-r(6-^K^>--7 - fr5- (ltf- 
1. 2,. 3 - HJ7'/-^- 1 -4-4VU;!/) *- 

^->l7x-;i/} -N' -yneA^UT 

HJ7V-;K0.41ml). 1 -T'O^E- 5-^7PP^>^> (1.0ml), 3^ft^ 
h 57^7 (lOmg). ££#3 MzKBtft:*- h U ^7 ATkJgifc (lml) 

£7irh> (10ml) K8#U 50«CTl8l$ra»#Lfc. g^S^fCTlc^ftlA. 
^□ntfjUATfflfflLfc. W^^*«SE±hU^AT^L, »EET»«* 
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«U $>m& (1- (5-^do^>^-ih-1, 2, 3-h'J7V-;k 
390mg) £t#7c. 

mn (N- (2-^PO-4-[ (7-kKo + y-6-^h^y-4- + ; 
U;W t+y]7i-;H -N ' 80mg) ,£B&#»J£A (13 

8mg), w}}£(D<pmfc (51mg) ^N,N-y7fMM75K (lm 1 ) \Z& 
*L80*CT3fiF|HHt«iLfc. S*S^«llC7K*JnA, # o p*;PA-:/p/V - 
;P (3/1) TfflfflUfc. W»«i*»l*tt»^hU^ATfftjftL, «JET»IK$ 
S£LTf§Snfc^££, £pp*;UA / /-;UTJ1^1--5HPLCtCck 0*S 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6Hz, 3H), 

1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4H). 3. 21 (d 

d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s. 3H), 4. 11 (t. 

J = 6. 3Hz, 2H). 4. 38 (t, J = 7. 1Hz. 2H), 4. 86-4. 

94 (m. 1H), 6. 41 (d. J = 5. 4Hz, 1H). 6. 71 (s, 1H). 

7. 03 (dd, J = 2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, J = 2 . 

7Hz, 1H). 7. 31 (s, 1H), 7. 43 (s, 1H), 7. 51 (s. 

1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 

(d. J = 5. 4Hz, 1H) 
ft*#tfrM (ESI-MS, m/z): 5 3 9 (M+ + 1) 
jffiil 6 0 : N-r2-gDP-4- ({7-f4- ( 1 H— 1 — fS^/U^) 

OUT 

< 5 ^V-;K680mg). l-7"0^-4-^DD^> (0.93ml). B^ftr-h 
7 73^7 > ^2 A (lOmg). £<fctf3 UHmAKf Y U £A7Ki£$ (lral) £ 
7-feh> (10ml) KiS#U 50*CTl8RpWi«J*Lfc. £f&jg£fcic#£;&n*. 
^pp^ATttaiLfco #M£fc*«K^HJ*ATl£&U «EETJS«5* 

il» (1- (4-^DD7f;W -lH-f$^/-)k 756mg) £t# 
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Mft (N- (2-i/DD-4-[ (7-th'0+y-6-^ h*^-4-=£ J 
U;W t^y]7i-iH — N' -7ofc!;U£U7\ 80mg) .k^'J^A (13 
8mg), &£Ztmj&<D*fflfc (48mg) £N,N- ^^^Jl/^l/AJS h* (lm 1 ) 

(3/1) TffiitJLfc. MM^teTjcM^hU^ATML, MffT& 
$g£g£LT^e>*l£:?j|££. ?on*;PA / ^^y-;UTM^-r-5HPLC(CcJ; 

'H-NMR (CDCls, 4 0 0MHz) : <5 0. 9 6 (t, J =7. 3Hz, 3H). 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3- 1. 9 5 (m, 2H), 1. 98- 

2. 08 (m, 2H), 3. 25 (dd, J = 6. 8Hz, 12. 7Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz, 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz. 1H). 6. 83 (s, 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H), 7. 08 (dd, J=2. 9Hz, 9. 3Hz, 1H), 7. 18 (d. J 
= 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 49 (s, 1H), 7. 58 

(s. 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H) 

^ftfiffUl 61 :N- (2-^7DD-4- (f6- / h^v-7- (4-b°U^;U 
-4-^^-'/'J-;H^^'» 7i-;H -N' - (2, 4-v7;U 

(N ' - (2-^PD-4-[ (7-kFD^y-6-/h + y-4- + 
±W-)V) t+y]7xZiH — N ' - (2, 4-y7MD7xZM ^7 
7, 80mg) (l38mgh 4 - ^ O □y^tT'J $;>&$?ig (4 

lmg) ^N,N-y7fMM75H (lm 1 ) (Cig$p L^£Tl8l$P B 1ffi#L 
7to S^^B-#l(C7K$:iOA. ^□□*c;l/A-7 P D/ty-;U (3/l) Tft&tf5L7c. 

'H-NMR (CDCh, 4 0 0MHz) : 5 4. 03 (s, 3H), 5. 46 (s, 
2H), 7. 03-7. 11 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7Hz, 1H), 7. 61 (s, 1H), 7. 95 (s, 1H), 8. 09-8. 
18 (m, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 57 (s, 1H), 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, 1H), 9. 30 (s, 
1H) 

ggagjU 6 2 : N- (2-^DD-4- (f6-/ h*->- 7 - (2 -^EJU^U 
/Xh^y) -4-^/'J~;H^'>} 7x~;U) -N' - (2, 4-/7 

JK» (N ' - (2-^oo-4-[ (7-th*D4y-6-/h + y-4-^ 
±>/U-;U) t^y]7i-;H -N' - (2, 4-y7M07i-M £ U 
7, lOOmg) .fttt&U^A (857m -g), 1,2 -y7*D ; El^> (0.085m 1 ) * 
N,N-y7^W!/A75H dm 1 ) fc**LMTl8l*MII#L£. S^iS 

£ttfc#&toA, ^pp^;i/A-yD/ty-;u (3/1) TfflttiLfc. 

i!fc&U (N- (4- ([7- (2 -^Dtl h*3>) -6-* h^v- 

4-^^-\/'J^]^+f>} -2-7 007x^) -N' - (2, 4-y7JP 
tD7iUH £1/7) «K*U^A (l38mg). *;i/*U> 

(0.05ml) $:N,N-y^fMM75h' (lm 1 ) Kig#Lgi&Tl8lSffifl8# 

Lfc. Ef&Jg-&&fc:7K£in;L ^□□^;i/A-7'nAV-;u (3/1) TffittiLfc. 
□ d^;ua/^ ^ / -;uTSga-r*HPLct«fc dmis u £57m g . 

'H-NMR (CDCb, 4 0 OMHz) : 6 2. 5 4- 2. 6 3 (m, 4H). 2. 

8 5 - 2. 9 4 (m, 2H), 3. 6 6 - 3. 7 3 (m, 4H), 3. 9 7 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2h), 6. 7 7- 6. 8 8 (m, 2H), 7. 

09 (s. 1H), 7. 14 (dd, J = 2. 7 Hz, 9. OHz, 1 H), 7. 
2 5 7 (s, 1H), 7. 2 6 4 (s, 1H), 7. 44 (s. 1H), 7. 90 
-7. 99 (m. 1H), 8. 22 (d, J = 9. OHz, 1 H), 8. 56 (s, 
1H) 
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Sf«##rffi (ES I -MS, m/z):5 8 6 (M + + 1) 

MlfcWl 6 3 : N- (2 ~7 □□- 4 - {f6-^ h^->-7- O-^Mx'J 

jy'Uifs^i/) -4-*j-V*)-M**is} 7x.~)\,) -N' - (2, 

0$ (N- (4- {[7- (3-7'Dt7'D^y) -6-^ h^x-4-^ 
j-VV-Jl}**^} -2-^D07iZM — N* - (2, 4->>7Jl/:*a7 
x~;P) 7 1/7, 59mg) J^^U^A (857mgh t;i/^'J> (0.043ml) £ 
N,N-y^fMM75 K (lm 1 ) tCML^r£Tl8P£M#L7i. 
^\Z7^m^, 7on*;UA-7°D/iy-;i/ (3/1) -»aiLfc. Sfi^t 

#U g^<Z>{fc£#l£53mg, iK^89%T#fco 

'H-NMR (CDCh, 4 0 0 MH z ) : <5 2 . 0 6 - 2. 1 6 (m, 2h), 2. 
4 3-2. 5 7 (m, 4H), 2. 56 (t, J = 6. 8Hz. 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz, 
2H), 6. 79-6. 91 (m, 2H), 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1H), 8. 26 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 

KS##fM (ES I -MS, m/z) : 6 0 0 (M + + 1) 

mmmi 64:N-r2-?DD-4- ({6-* 7-f3- (4-p^ 

^hT^7vV) 7°P#^v1-4-^^-'/U-;t/} ^^) 7x-M-N' - (2, 

4-y7MQ7i-Ji>) ^1/7 
mm (N— (4- {[7- (3 -7D^7"n^^i» -6-*h*x-4-* 

^-yij-^]^^} -2-^DD7x-;U) - N ' - (2. 4-V7MD7 

x-;i^) 71/7, 59m g) .MA'J^A (l38mg), 1 -tf-JHZU Vs (0. 

055ml) ?:N,N-y7fM^A75H (lm 1 ) \Z®mL£&T'18mm®.WV 

fzo KfoU%%}\Z7k$:1}U?L> 7 □0 7}s;|/A-7'n/\V-;i/ (3/1) T*tt£BL£. 

Wti^2:^7K^i- h U 7AT'^L. Mffi™&£g£LTf#btt£2££ £x 

-x;UT#fc#U 2lfitfMfc£^£58mg, JK^95%T»7c. 
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1 H — NM R (CDCh, 4 0 0 MH z ) : 6 2. 0 1-2. 12 (ra, 2H), 2. 
23 (s, 3H), 2. 23-2. 80 (m, 8H), 2. 51 (t, J = 7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t. J = 7. 2Hz, 2H), 6. 
7 3 - 6. 8 7 (m, 2H), 7. 13 (dd, 3 = 2. 7Hz, 9. 0Hz, 
1H), 7. 24 (d, J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s, 1H), 7. 4 4 (s, 1H), 7. 9 1-8. 0 0 (m, 2H), 8. 2 

1 (d, J = 9. 0Hz. 1H), 8. 5 6 (s, 1 H) 

g^Mi 65 :N- { 2 -^PD-4-r (7 - {3-f ( 2 — b: FP^yXf Jl/) 

(*5mu) Ts/iypff^} - 6 h^->-4 **^7 

x.-)V) - N ' - (2, 4-y7J^Q7i-J|/) U7 

Jim (N- (4- {[7- (3-7'O^^O^^v) -6-*h*^-4-* 
^-yiJ-;U]^^v} -2-^DD7i"JI/) — N' - (2, 4-->*7;i/^-D7 
x~;U) 9^7, 59m g) ,^&;*7 U£A (l38mg), 2- (*h;U75/) X 
$;-)V (0.040ml) $N,N-y^fJWM75F (lml) Cfg^L^Tl 

mm&WLtc. fcfom-smzyk&tiux, 9uu^)VA-y'unj -)]/ (3/1) 

n£^££x-x;i/Tft#U M<7Mfc£^£58mg> iR^100%Tl#^o 
'H-NMR (CDCh, 4 0 0MHz) : <5 2. 06-2. 16 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, 3 = 2. 7Hz, 9. 0Hz, 1 H), 7. 28 (d, J = 2. 
7Hz, 1H). 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 59 (s, 1 H) 
MmftVrm (ES I -MS, m/z) : 5 8 8 (M + + 1) 

mmmi 66 .-N-r 2-^00-4- ({6-^ h^>-7-r2- u-*? 

jLh*is]-4-*;i))i} 7x-;h-n' - (2. 4 

-y7MQ7i^) <7U7 
mn (N- (4- {[7- (2-7'D : Elh + y) -6-* h*->-4-4V 



WO 00/43366 



PCT/JP00/00255 



- 149 - 

V)V\-t* s s) - 2-i?DD7iZjW — N' - (2. 4->*7Mn7x-Jl/) 
VVT. 50mg) ,m&7JU£A (l38mgh 1 - *^)l¥^7 i?> (0.055m 1 ) 
*N,N-$**?;P#;kk75 F (lml) t»«L^fiTl8RFP^ft^LXL. 
»^tt»C7K*10>L. ^□o*M-7'o/V-^ (3/1) TtttiiLfc. 

TSfefrU ^H<7){t£#/£48mg, iK$93%T'Hfc. 

'H-NMR (CDCla, 400 MHz): 52. 31 (s, 3H). 2. 40-2. 
75 (m, 8H), 2. 95 (t, J=6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, J = 5. 1Hz, 1H), 
6. 8 5- 6. 9 6 (m, 3h). 7. 12 (dd, J = 2. 7Hz, 9. OH 
z. 1H), 7. 15 (s, 1H), 7. 22 (d, J=2. 7Hz, 1H), 7. 
4 0 (s, 1H), 7. 4 7 (s, 1H). 7. 9 4- 8. 0 3 (m, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 

mmmi 67 : n- (2-£pp-4-r (7- { 2 — r (2-fcKP*vx5Mi/) 
Oj^jkj 7$/ixh^^} -6-* h^y-4-^yj;i/) ?{-^->i7xx;i/} 

— N ' - (2, 4-y7J^D7i-^) ft 

JK# (N- (4- {[7- (2-ya ; 6Xh^5» - 6 h*^-4-*/ 
■J;U]^-+i>} -2-^OP7xX;i/) -N' - (2, 4-y'7MD7iUH 
50mg) >J£ A (138m g), 2- x*/-^ 

(0.040ml) ^N,N-y^?MM75H (lml) tfS#U^STl8l^ra 

jg#L7c. S*6jg^JC7/c&lnA, ^Dp^A-yn/ty-;i/ (3/1) Ttt 

'H-NMR ( CDCla, 4 0 0MHz) : 6 2. 44 (s, 3H), 2. 7 1 (t, 
J = 4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0- 6. 9 3 (m, 2H). 
7. 11 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 19 (d, J=2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6- 8. 0 4 (m, 1H), 8. 



WO 00/43366 



PCT/JP00/O02S5 



- 150 - 

25 (d, J=9. 0Hz, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
mmmi 68 : N- (2 -ft □□- 4 - {\6~* h*i/-7- O-^EJPfrU 
/^□^y) -4-4 i ; i JJ^y} 7x_;U) — N ' - (2, 4->'7^ 
tQ7i-Jl/) ^7 1/7 

Mm (N- (4- {[7- (3-^Dt7*n^y) -6-*h*5>-4-* 
7 U;U]^"^->} -2-7D07x"^) -N ' - (2, 4-y7M07xl 
J10 £1/7, 50m g) ,^#U£A (l38mgh ^;!/*U> (0.044m 1 ) £N, 
N-y^fMM7 5h' (lml) M#?L^Tl8ra»#L7c 0 KfomS 
%}lZ7kZtoX. ft □□*;UA-:7*nAy -)l (3/1) T&fcBLfco $11^1 
*56K:J- h 'J -ft ATf£*t L , «BET*«E*«4 UTff 6 ttfcJS £ £x-5^Tffi 

'H-NMR (CDC13, 4 0 0MHz) : 6 2. 0 6 -2. 1 6 (m, 2h). 2. 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s. 3H), 4. 25 (t, J = 6. 6Hz, 
2H), 6. 47 (d, J = 5. 1Hz. 1H), 6. 8 4 - 6. 9 3 (m. 2h). 
7. 06 (s. 1H), 7. 12 (dd, J = 2. 7Hz. 9. 0Hz, 1H), 

7. 22 (d, J = 2. 9Hz, 1H), 7. 42 (s, 1H). 7. 47 (s, 
1H), 7. 9 5-8. 0 4 (m, 1H), 8. 25 (d. J = 9. 0Hz, 1 H), 

8. 48 (d, J = 5. 4Hz, 1H) 

mffiMl 6 9 : N- (2-ftcm-4- (f6-^ h^rzs- 7 - ( 3 - bf'J 
*h*-» 7x-;P) — N ' - (2, 4-i?7)ljrU 

7x~J[/) gj/7 

N- {2-ftnm-4-[ (7 - 1 Kn + *>- 6 h + 4 -4V U;W 

t+y]7l-M - N ' - (2, 4-y7MD7i-JW £1/7 (55mg), 
P^'J'ftA (31mg), 3 -tfny^ftnij Ktttttt (22mg) £N, N-y/ 
^*M75 H (lml) KStfU 80fln?lHPM!I#Ufc. «EET*«E*«4 

L-Otsnfcss tefn^K**?- h u ■ftA*^*^^*, ft □o^;i/AT*atu 
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'H-NMR (CDCb, 4 00MHz): 54. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7- 6. 8 8 (m, 2H), 
7. 10-7. 1 6 (m, 2H), 7. 3 1-7. 3 5 (m, 1H), 7. 4 8 (s, 
1H), 7. 54 (s, 1H), 7. 86 (d, J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1H). 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H). 8. 59 
(d, J = 3. 9Hz, 1H), 8.7 7 (s, 1 H) 
jfej&flll 70 : N-T2 aP-4 - ({ 6 b*is- 7 -\2 - (lff-i, 2, 
3- b*JTV-)l- l -4)V) ±£kl 7x~;n- 

N' - (2, 4->'7Mn7x-^) frl/7 

N- { 2-Ouu-A-\ (7-kh'D + y-6-^h4 : ->-4- + / l Jil') 
t+y]7x-iH -N' - (2, 4-y7M07i-W £U7 (55mg), 
viW.tlWk (31mgK 2- (1H-1. 2, 3- h'J7 7-;l/- 1 X 

4-^^;u- i -^>-\£>x)V-fo-r- v (36m g ) *n. n-5>*3\ms 

;UA75H (1ml). «fi?U 80£Tll^jg#L£o j*EET*li*S*UTf» 

'H-NMR (CDCta, 400 MHz): <54. 02 (s, 3H), 4. 53 (d, 
J = 4. 9Hz, 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3- 6. 9 2 (m. 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2 . 7Hz, 1 H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 
1H) 

mMMl 7 1 : N— (2 -* h^v-4- {[6-*h*v-7 - (3 -^Jl/frU 
7 
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N-4- [(7 -k + -j* N + v-4-+^-7'J-^) - 2 

h+y7x"JH -N' (lOOmg), ptgtf7'J7A (1 

3 8mg), 1, (5 6mg) £N, N-y7fMM7 

3K (5ml) Cil«bIigT3^«Lit. MffiT^^g*Lfc#6tlfc 

^$t7j<$:Jn^, ^□□*M/2-yn/ty- > ii/ (4/i) -eifcffibfco ffft 

/i£*7KfiiD^HJ7ATg;&U METf§^£g£LTf#£ft£^$£x-:r 
;i/T&#U N— (4- [7- -6-*h*>--4- 
t^->-2-^h + y7i^H — N ' -7°Ptf;i^l/7£5 3 
mg, «*4 l%Tf#feo N— (4- {[6- (3-ya^yD^+y) -7-* 

K+->-4-+^- x / | J^;u] -2-^pd7x-;h — n ' -7'Dk;i/ 

71/7 (50rag), Ki^'J^A (6 Omg), N-^^k*^?^ > (10 0 
Ml) £N, N->7fWA7=K (2ml) (zjgfi? L^fiT' 1 6 mffi®& 

LT# e>*l£$££ $ 7 □ o*;UA/* 7 / -;HrMIP}-f 3 -> u *y;i/7 □ 
T N7*77-r-fcJ:D«f«U mm<D<k&®*2 2mg. iR$4 2%T#/: ( 
'H-NMR (CD C 1 3 . 4 0 0MHz): 50. 97 (t, J = 7. 6Hz. 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H), 2. 58 (br. 2H), 3. 2 3- 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H). 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2-4. 64 (m, 1H), 6. 65 (s, 1H), 6. 7 
9-6. 85 (m. 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 

0 (d, J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 

mmfttfrm (ES I -MS, m/z) :5 2 6 (M + + 1) 

HMffJ 1 7 2 : N - (2, 4-/7MD7i-^) -N' - (2-^h4^^- 

4- {[6 K^->- 7 ~ (3-WJ/7a^-» - 4 -^±'7 'J -JH 

:t*->} 7i-^) 7U7 
N- (2, 4-/7J^D7i-JW -N* -4- [( 7 - k h'O + y- 6 

h + '>-4-^^ , J-;U) ^+^] -2-^h + ->7xZJWI/7 (3 7 5m 



WO 00/43366 



PCT/JPOO/00255 



- 153 - 

g), &K#U£A (442mg), 1, 3 -"JZfu^funy (2 4 2mg) ft 
N. N-v^;P*;UA7= K (5ml) k:»*LMT3l«W«#Lfc. Mffi 

#U N— {4- [7- (3-yp^yD^^~» -6 h + 
U^;U] t+y-2-^h+y7i-JH — N' - (2, 4-y'7MD7iZ 
iH 71^752 lOrag, JR3&4 5%T#fc. N— (4- {[6- (3-7*0^7' 
□ -7-* h + y-4-+t > /'J-;H - 2-7DD7I-JH 

-n' -yne;p^i/7 (nomg). mjx?mi,7$> (o. 5m n, 

*U> (0. 5ml) £N. N-y/f^MAJ^ K (4ml) CfflLH 
Tl 8P*|BHft#L£. «ffiT**KftSSLT»&nfc«$tfifOft«**^-hU 

U WBETSWftS* LT»Stlfcg|*ft^OD^;i/A//^>'-;PTSIWrs 
yU*y;^P-?h^77^-t;J:i9iiL 1 ^gOfb^ftft 8 lmg. iR^6 
2%Tf#7c. 

'H-NMR (CDC 1 a . 4 0 0MHz) : 6 1. 9 7 - 2. 0 0 (m, 2H), 

2. 39 (br. 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s. 3H), 3. 98 (s, 3H), 4. 25 (t, J = 

6. 3Hz, 2H). 4. 27-4. 3 1 (m, 2H). 4. 6 2-4. 6 4 (m, 

1H), 6. 84 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 

07 (m. 2H), 7. 2 8- 7. 3 4 (m. 1H), 7. 38 (s. 1H). 7. 

55 (s. 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s. 1H), 8. 

74 (s, 1H). 9. 1 8 (s, 1H) 

M*#*rffl (ES I -MS, m/z) : 5 9 6 (M + + 1) 

gjjSMi 73 :N- (2 h^->-4- (r6 h^y/ - 7 - (3-^fr 

U7^D^y) -4-^7'JJ^y) 7x-J^) — N ' --fu\Z)\,<j\,7 

(N - {4-[ (7-k + h^->-4- + yj;U) 

-2-* h*is?^-)V) — N ' -yntfJUtfUT, 80mg) ,ftK*y»>A (l 
38mg), 1.3-y7'ot7DA , > (0.10m 1 ) ^N.N-y^f 5 K 
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dmi) \zmmb^ni8mmmwLtzo Kmm^mz^m^ ^nn^ji 

k-7°un;-)V (3/1) TtttBLfc. »S^*7KM±hU^A-C^L, 

mMftWh (l38mg)> t;^U> (0.040ml) ,N - t^JlfrsJUAT 5. H 
(lml) CJg#L£iBTi8l5IBHj|#Lfc. EJ&ffi£ttfczK£iD*. Zanfcjl 
k-7'un;-)l (3/1) Tfflffitfco #M££*«^HJ£ATtt*U 

*y^^DVh^77^-fc«fc0«f»!U, M©ffc£&£74mg, JR*71XT» 
fc. 

'H-NMR (CDCh, 4 00MHz): 50. 95 (t, J = 7. 6Hz, 3H), 

1. 5 2 - 1. 6 9 (m. 2H), 2. 06-2. 15 (m. 2H), 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd. 
J = 6. 1Hz, 12. 9 Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3. 
81 (s, 3H), 4. 00 (s, 3H). 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d. J = 2. 4Hz, 1H), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H). 8. 12 (d. J = 8. 8Hz, 1H), 8. 44 (d. 
J = 5. 1Hz, 1H) 

gSIBfllll 7 4 : N- (2-^H^v-4- (f 6 b4r~>- 7 - (4-fcf'Jv 
;Mh*>0 -4-*rS OMttis} 7 x.~)l) -N' - bfjUfr 1x7 

«W (N- (4-[ (7-hh*D^y-6-^ h*x-4-*/ U ;U) 
-2-^h + -/7x-;H -N* -yntf;U-^l/7. 80mg) mwlxwa (1 
38m g), 4-^DO^^;Hfi Jy>HS (48mg) £N,N - :x*3\>M^UA 
75 K (lml) fc*#LMTl8tfW«#Lfc. JE/£S£*&K*£iiD;it. 
P^A-7'n/V-;U (3/1) T?fflffiLfc. #«JI£&7K«ti*:fHJ£A'T 

0rt5HPLCK:J:0**S!U £H©fb'&to£65mg, »67%Tf#7c. 
'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 5 (t. J = 7. 3 Hz, 3H), 
1. 5 2 - 1. 6 9 (m, 2H), 3. 24 (dd, J = 7. 3Hz, 12. 9H 
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z, 2H), 3. 82 (s, 3H). 4. 06 (s, 3H), 4. 63-4. 69 
(m. 1H), 5. 32 (s, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
68 (d. 5 = 2. 7Hz. 1H). 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z. 1H), 7. 37 (s. 1H). 7. 42 (d. J = 6. 1Hz, 2H), 7. 
59 (s. 1H), 8. 14 (d, J=8. 5Hz, 1 H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 



mmmi i 5 : n-x^u-n' - (4- (r6-* h^>- 7- (2-^;^ 

U/Xh^v) -4-^yj;Wy| -2, 5-y^^7x-Jl/) frU7 
BCft (N-X^U-N" - {4-[ (7-t KD^v-6-^ K + + 
7UJP) **is]-2, 5-y^f;l'7i-JH -y-^7, 76mg) .ek^'J^A 
(l38mg)> 1,2 -v 5 7*n : ex^> (0.085m 1 ) £N,N-;/*^;i/tf;;i/A7S 

;UA-ynAV-;U (3/1) Xl&liiLfz. flI$i«lth'J7A« 
U MET?3$£g£LTf#bn£^££x-x;i/TiftfrU tpfflfc (N- (4 
- {[7- (2-7DtIh + y) -6-* h*^-4-4V U;i/]^^v} - 2, 
5-y^f^7x-W — N' -X^U^l/T) P^U^A 
(l38mgK (0.044ml) ^N.N-y^fMMT^ K (lm 1 ) \Z 

;U (3/1) T&itt L7c. «S5:* 7 j<^^^.j^ AT |^ L/i ^jeeT^^^ 
@£ L Tf# b ftfc 31 £ & £ □ □ *)[> A / ^ ^ / -)ls~?m m f £HPLCH£ D ffgl 

'H-NMR (CDCU, 4 0 0MHz) : 1. 1 0 (t. J = 7. 3Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s. 3H), 2. 5 3- 2. 5 9 (m, 4H), 
2. 8 8 (t, J = 5. 9 Hz, 2H), 3. 2 0 -3. 3 0 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3-4. 8 2 (m, 1h), 6. 16 (s. 1H), 6. 2 
3 (d, J= 5. 4Hz, 1H). 6. 88 (s, 1H), 7. 35 (s, 1H), 
7. 40 (s, 1H), 7. 50 (s. Ih), 8. 38 (d, J = 5. 1Hz, 
1H) 
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g^Mi 7 6 : N-f4- ({6-^ h^v-7-13- (4-/^^7yV) 

UJH -2, 5-y7fJI/7x_;H-N' -7° 

JRtt (N— {4-[ (7-tFD^y-6-^h^y-4-4 i y | JA) ttis] 
-2, 5-y^?Jl'7xZjH — N ' -zfa VfrVVT. 80mg) 'J ^ 

A (138m g), 1, 3-v^D^E7"DA'> (0.10ml) £N,N- v*^*;UA 
75 K (lml) fcrg#l,£fflTl8l$IWft#Lfc. S^S^«jH**lHl>t» £ □ 
□ *;UA-yo/\V-;i/ (3/1) TffltHLfc. #«ISS:^7KBgK±h'J^AT 

»ffiTS«£S£L-C»Sft&8££, X— r;i/T3fci£U +W#" (N 
- (4- {[7- (3 -yD^yo^+y) -6-^h + y-4-^yj;i/]t+ 
v) -2, 5-y/^7i-JW — N ' -y'nUJlryuj) fcfffc. $fS\W> 
m&fiWk (I38mg)> l-/f;|/hX7y> (0.055ml) $N,N-^f^ 
*M75 K (lml) fc»*L£fiTl8WNBHft#Lfc. KJ^jg^«jfc**ln>L» 
>7UU-fc)l2x--7urt; -)V (3/1) TfflajLfc. *T«JI£&tzkfiS86:J- h ij r> 

'H-NMR (CDCh, 400 MHz): 60. 91 (t. J = 7. 6Hz, 3H), 
1. 5 0 - 1. 5 8 (m, 2H). 2. 0 7 - 2. 2 0 (m, 2H), 2. 12 (s. 
3H), 2. 23 (s, 3H), 2. 28 (s, 3H), 2. 3 3- 2. 7 0 (m, 
10H), 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s. 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 6 4-4. 7 6 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1 H). 6. 27 (d, J= 5. 1Hz, 1 H), 6. 
95 (s. 1H), 7. 3 9- 7. 4 3 (m, 2H), 7. 54 (s, 1H), 8. 
42 (d, J = 5. 1Hz, 1H) 
»*##tM (ES I - MS, m/z) : 536 (M + + 1) 

gyfiffj 1 7 7 : N - (2, 4-y7i^D7xZjW — N ' -f4- ({6-^h 
^->-7-f2- (1H-1. 2. 3- HJ7V-;P- 1 
-=fr/U;H -2, 5-y7fil/7i-JWU7 

WM (N — (2. 4-y7MD7xZW — N' - {4-[ (7-fch'D* 
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7. 93mg) .ptBWJtfA (l38mg), 2- (1H-1. 2, 3-MJ7V- 

ji- A-^)V-i-^yayx)Vy^i—Y (52m g ) * 

N,N-y^fMM75h* dm 1 ) £igfl?U0 , CT 5 *M«}*L&. EJ&S 
^ttfcTKSiDA, ^□□*;i/A-ya/\V-;U (3/1) TJitBLfc. #*gjf£ 

30%-zntco 

'H-NMR (CDCh, 4 0 0MHz) : <5 2. 10 (s, 3H), 2. 19 (s, 
3H). 4. 01 (s, 3H), 4. 51 (t. J=4. 9Hz, 2H). 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, lH), 6. 28 (d, J = 
5. 1Hz. 1H). 6. 7 5 - 6. 8 8 (m, 2h). 6. 90 (s, lH), 7. 
36 (s, 1H), 7. 58 (s, 1H). 7. 60 (s. lH), 7. 73 (s, 
1H), 7. 9 9 (s, 1H), 8. 0 8 (dd, J = 9. 3 Hz, 15. 1 Hz. 1 
H), 8.4 1 (d, J = 5. 1Hz, 1H) 

gjtfljl 78. -N' - (2 - - 4 - (f6-^h^v-7 - (2 -^l/ft 
U/lh^y) -4-^i- v /U_;M^-^f>} 7i-J^) - N, N-y^;Ufr 

JSC8 (N ' - {2-£DP-4-[ (7-kFo+y-6-/h + y-4-4 : 
^/•J^W t+y]7x"JH -N, N-->**^;l^U7. 80mg) >J 
£A (l38mg). l,2-y7"o^> (0.085 m 1 ) &N.N- v/^MO'A 
75 H dml) fc**L/3SfiT?i8WM*»U&. £CT£#>f;:7k£iD;L> 
□ ^UA-yp/W-^ (3/1) T'ffltBLfc. #^S^il7KJa^h l J^AT 
«SU MEETM?r^LTf#btl/i^^^X-^;UT^#L, *fBJ# (N* 
- (4- {[7- (2-yD^Ih + y) - 6 h^->-4-+^-7U-;U]^ 

-2-^OD7i-JW — N, N-S?*?\>I^U7) £t#£o + ffl#, 
^#'J7A (I38mg), *;P#U> (0.043ml) ^N,N-y/f F (l 
ml) fc»#LMT-lft«#Lfc. Bifo&GyitokZtiQZ.. 2 uu-fc)\,&-7 
unj-)V (3/1) TttfflbJt. tll^S/KMth^AWL, «JE 
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T*J££®£ LT» £ *? □ nzK^A/.* * / - BBTSHPLCt 

'H-NMR (CDCh, 4 0 OMHz) : 5 2. 5 8 -2. 6 6 (m, 4H), 2. 
9 0 - 2. 9 8 (m, 2H), 3. 08 (s, 6H), 3. 7 0 - 3. 7 9 (m, 
4H). 4. 02 (s, 3H), 4. 2 9 -4. 3 7 (m, 2h), 6. 97 (s, 
1H), 7. 15 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1 H), 8. 36 (d, 
J = 9. 3Hz, 1H). 8. 6 0 (s, 1 H) 
KfiMrM (ES I — MS, m/z) : 5 0 2 (M + + 1) 
gllMi 79 :N' - (2-gna-4- {f6-^h^->-7 - (4-=EJl^ 

'J/^^y) -4-*j-V*)-M:t*'» 7x-;i/) — n, N-v^^MUfr 

J/7 

(N* - {2-^DP-4-[ (7-kHn4 : y-6-^h + ^-4-4 : 

t+y]7i^;n -n, n-^^mut, somg) ^b^&'J 

SA (l38mg)> 1,4 - v^D^E:/^ > (0.12ml) JN.N-y^^Wjl/AJ 
5H (lml) \z&mLm&"Zi&miSMLWL1t. KmmsynzTkZtiUpi, tun 
t^JlA-fn^y -)U (3/1) TWltHLfc. WttUB*«t7kBftK^hU^ATft 
JfcU «£ET^»*S^LT^e>n&a$*X— r;UTiife^L» (N* - 

(4- {[7- + -6-^ b*i/-4-*i-V l J-)i']** 

- 2 -^□□7x~;U) -N, N-vpWl^t/T) +Mfl^ 
#'J2A (I38mg). ; E;i/*iJ> (0.043ml) £N,N - y/fM^A7 a K (l 
ml) lft«#Lfc. gJ^g^ttfcTK^llDA. ? □ D^A- !7* 

PAV-;U (3/1) Tfft&ajLfc. lll^Sith'JWT^L ME 

'H-NMR (CDCh, 4 0 OMHz) : 5 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 -2. 0 3 (m, 2H), 2. 3 9- 2. 5 0 (m, 4H), 3. 67 (s, 
6H), 3. 6 4- 3. 7 5 (m, 4H), 4. 02 (s, 3H), 4. 21 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd. J = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 28 (s, 1H), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1H), 8. 36 (d, J = 9. 
3Hz, 1H), 8. 5 9 (s, 1 H) 

HMffJl 80. -N' - (2 □□- 4 - {f6-^ N^->-7- (4-tf U v 
jM_h±2j -4-^^- > /U-;H^v} — N, N-ypWUfrU 

7 

(N ' - {2-£dd-4-[ (7-hFD=l : y-6-/h + y-4-^ 
^y]7i-JH — N, 50mg) U 

£A (I38mg), 4-^PD/^k°iJy>MJg (49mg) £N,N-v/^;U 
' *)PA75 K (lml) {3MLgrST*18P#W^L/z<, Sit^tltt^JD^, 
^□□^;UA-7'PAV-;l, (3/1) Tfi&ttiLfco WM££*7K«^hU£ 

M^TSHPLCfZcfcOffgjU mm<D^^37mg, iK^60%Tt#7t„ 
'H-NMR (CDCh, 4 0 0MHz). : 5 3. 07 (s, 6H). 4. 07 (s. 
3H), 5. 32 (s, 2H), 6, 97 (s, 1 H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 26 (s, 1 H), 7. 29 (d, J = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1 H), 7. 55 (s, 1H), 8. 
37 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 
6. 1Hz, 1H) 

nmftvtm (es i -ms, m/ z ) mso (m + + d 

mmmi s 1 2 - tr4- (3-^00-4 - u (vv^;u7^y) 

t>)V#-M7^;) 7i/^y) -6-^ h^->-7-^j-'/'J-;M^->) 

K£f (N' - [2-ZUU- 4-[ (7-tKD + y-6-/h + y-4- + 
±y>J-;U) ^y]7HJH — N, N-¥*?-)\,*?V7. 50mg) ,«;*J U 
■>A (l38mg), (49mg) ^N,N-y^fWA7$ H (l 

mi) \zmmLm^x'\mmmwi,tz 0 Km^mzy^m^ ^do*;ua- 

yo/\V-;P (3/1) T&ffiLfc. til^i7X»hU^AT^L, M 

i£T?^^^LT^bn/cS$s^DD^;UA/^^y-;i/TJg^r^HPLc 
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'H-NMR (CDCb, 400 MHz): <53. 07 (s. 6H). 3. 82 (s, 
3H), 4. 06 (s, 3H), 4. 87 (s, 2h), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H), 7. 
29 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 36 (d, J = 
9. 0Hz. 1H), 8. 6 0 (s, 1 H) 

mmmi 8 2 : n' -r2-?pp-4- ae-* h^->-7- r3- u-* 

^^7y7) 7 , a^^'>l-4-^^-^/'J-;U} 7i-JM-N, n 

«C» (N* - (2-^DO-4-[(7-hHo + y-6-/ h*->-4-* 
^^/«J-;U) t^y]7iZM - N, N-y^fJ^I/J, 400m g) 
U^A (966mg). 1, 3 - y^O^^D A°> (0.51m 1 ) £N,N - ?J*^)l*)l 
A7$H (5ml) (C^L^TlSBtMi^Lfc, {CtK^t^D^.. 7 

pp*;ua-;/pav-;u (3/1) TtttHLfc. WM&^jc^^-hU^A 

' - (4- {[7- (3 -7*OtyD7f?+y) - 6 h*->- 4 -+^"VU - 
-2-^DP7x~;U) — N, N-v*3\H/"7U7) £398mg> JR 
$78*T$fc. <51mg). mWttlVO/* (l38mg)> 1 - \f.<7 V 

> (0.055ml) ^N,N-y^^*M75H (lm 1 ) K*fl?L£»T18i*IH] 

jEjfcS£ftiw*£iJD;L ^pp^;uA-yp/ty -;u (3/1) T« 
8S£x-r-;rafci*u ^®o<k^#j*46mg, jR*85*T»fc. 

'H-NMR (CDCb, 4 0 0MHz): 52. 06-2. 16 (m, 2H). 2. 
29 (s, 3H). 2. 3 0-2. 6 0 (m, 10H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, 1H), 
7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 29 (d, J = 2. 
7Hz. 1H), 7. 30 (s. 1H), 7. 48 (s, 1H), 8. 36 (d, 
J = 9. OHz, 1H). 8.5 9 (s, 1 H) 
S*#*rfl (ES I -MS, m/z) : 5 2 9 (M + + 1) 
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mffiMl 8 3 : N' - { 2 -?PP-4-r (7 - {3-r 

;u) OL£2k) 7$yi7p#^v} -6-y 4-4^/Ux;u) ^-^->i 

7x~;t/} -N, N-v^^Ufr^J 

Hm (N* - {2-£PO-4-[ (7-tFo^x-6-/h^y-4-+ 
^-»/U-;W — N, N-v/^^l/T, 400mg) 

U^A (966mg)> l^-^Dt^n/O (0.51m 1 ) $N,N-y7fMJI/ 
(5ml) t«l!PL*»Tl8l*M*»Lfc. KJ£«£*fc*Sj!n*.. £ 
□ oj}>;i,A-yn/ty-;i/ (3/1) TtttBLfc. =&M£fc*«ffltf-hU £A 
T$£*BU *mT*j««:SiLT^&nfca$*x—r;UTj5fe#L, (N 
' - (4- {[7- -6-^ 

-2-^OQ7i-JW — N, N-i/t^JlVl'T) $398mgs 
^78%Tf#fc. flHM* (51mg). EU&fc'JtfA (I38mg), 2- 
X^/-;|/ (0.040ml) 5N,N-y/fMJ|/A75H (lm 1 ) \Z®ffiL&i& 
Ti8#IBJiI#L£. £JSffi#tit7lc&3ra^., £pp*;kk-:/p/t/-;i, (3/ 

'H-NMR (CDCh, 4 0 0MHz) : 5 2. 0 1-2. 11 (m, 2H), 2. 
25 (s, 3H), 2. 52 (t. J = 5. 1Hz, 2H). 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J=5. 1Hz. 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H). 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, 1H). 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s, 1H), 7. 44 (s, 1H), 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
mmfttirife (ES I -MS, m/z) : 5 0 4 (M + + 1) 
gMU 84 :N- (2 -^Pa-4- ([6 h^y- 7 - (3-e^u-^/ 
yo^y) - 4-*j-VQ-J\,] **±) TxXJU) - N ' -pt^Ufr^J 
N-(2-;7Dn-4-[(7-kKo+y-6-^ h^y-4- WJ ~;W 

7i-;n — n ' -y^;i/>>^7 (2. og) £n, N-^y^;u^;u 

A75H (5 0ml) hU7x-)l/^7^> (2. 8 g). k'^'J^ 
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;7"a/V-JK0. 9g). yl^7Vv*M+y7-h (1. 9g) £ffs 
liULTzo 2«nti?S#i, h'j7xZj^77^> (2. 8g). ^'Jy/ 

7'o/ty-;i/ (o. 6g), yi^i/7yy*;^+v7-h (i. 9g) 

^on^;UA//^y-;P (2.0/1) TWrrs^Utfy^nT hif??* 

-fc«fc»3*»SU *ja©ft^tt&6 5 Orag, «2 5%T#fc. 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 1. 3 7 - 1. 4 3 (m. 2H), 

1. 4 3 - 1. 5 3 (m, 4H), 1. 9 6- 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H). 2. 68 (d. J=4. 6Hz, 3H). 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz, 2H). 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
nmtttfrm (ESI-MS, m/z) : 5 0 0 (M + + 1) 

jjil 8 5 : N- (2-^aa-4-{[6-/h^v-7 - (3-bf^Uv/ 

yp^^v) -4-^^yu-;!/] a-*^} 7i-;P) — N ' -X^U7 

N-{2-^OP-4-[(7-th*0+y-6-^ h*^- 4 - + ^V'J -JU) 
7i-JU — N ' -Xf;i/9U7 (2. 7g) £N, N-y^fM^ 
A75 K (3 Om 1 ) IdigfiPU hU7i-J^7^>(3. 6 g), fcf^'Jv 
/yo/1/-;|/ (1. 2g), v?i^7y^*;^*y7- h (2. 4 g) 

jpLfc. 2mmMurmw^ hU7xxMX7^> (3. 6g), e^y~>v 

fn/iy-Jl (0. 8g), yl^7y^M+y7-h (1. 9 g) £?ftf 

^□□*;kk/**/-;i/ (20/1) TjRwr**>u*y;p^aTh^9 7^ 

-fc«i:D»8U «JBO{fc^«Sl. 5g, l$4 2%Tffe. 
'H-NMR (DMSO-de, 400 MHz): 6 1. 08 (t, J = 7. 0Hz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7- 1. 5 3 (m, 4H), 1. 
9 5 -2. 0 0 (m, 2H), 2. 31-2. 46 (m. 6H), 3. 10-3. 
17 (m. 2H). 3. 97 (s, 3H), 4. 23 (t. J = 6. 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7Hz. 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, J = 2. 7Hz, 1H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J=9. 3Hz, 
1H), 8. 5 5 (s, 1H) 

Jf«#*rffi (ES I -MS, m/z) : 5 14 (M + + 1) 

jjJjflO 86 : N- (2-^DP-4-{[6-^ K^->-7- (4-bf U v>>M 

h^~» -4-^/'j;i/] :t*'>} 7x~;i/) -N' - (2, 4-y7MD7 

N- {2-£cm-4- [(7-kFo+y-6-^ 4 :* 

+ ~>] 7xzM — N ' - (2, 4-y7M0 7iIJH £1/7 (5 5mg). 
mMtiWk (6 2mg), 4- (2uu*^)l) tfU (2 2mg) £ 

N, N-y^WM7=H (1ml) fc&#L8 O^T 1 tt 

•H-NMR (DMSO, 400 MHz): 3. 98 (s, 3H), 5. 41 (s, 
2H), 6. 56 (d. J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 1H), 
7. 2 5 - 7. 3 7 (m. 2H), 7. 47 (s, 1H), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, 1H). 8. 08-8. 15 (m, 1H), 8. 24 (d, 
J = 9. 0Hz. 1H), 8. 49 (d. J = 5. 4Hz. 1H), 8. 60-8. 
6 3 (m, 1H), 8. 8 1-8. 8 3 (m, 1H), 9. 3 0-9. 3 1 (m, 
1H) 

MiMrm (ES I -MS, m/z) : 5 6 3 (M + + 1) 
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t: hKDR^h7>77x^ya>UcN I H3T 3 raM(Sawano A et al., Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")^ 5 a.^-? fo\Z&^T 1 0 % V :/f£f? jfiltf £^&D 

MEMgi (GIBCO BRL&<t0iA) T 5 0 ~ 7 0 %n >7;PX> h t 

5 x 1 OWwe 1 1 t/^i^cliLS 7t:Tl^« 
mistc, 0. 1 %^7yflSfFli*mDMEMtil;3ciL ( v^^UTJl^* 

thm.&z.msssi'gftfemm®^ (ut. vEGFims-r) ^Mnoon 
ymmm^M-k^ ( P H7. 4) -c&t&m, ^mmmm. (2 0mM h 

EPES (pH7. 4). 15 0 mM NaC 1 , 0. 2%TritonX-10 
0, lOXGlycerol, 5raM h A*± h U £ A, 5 mMIf 

U>S^75>4^2i-hU^A, 2mM Na 4 P 2 0 ; ) ^50/iliHlL, 4 

■ct 2 mmnm Lxmmmtum^mm Ltz. 

EL I S AfflT-f^ □:/!/- b (Max i s o r p ; NUNC#<i; DMA) fc 
5 u g/m 1 ©tap hospho-tyros in etrift (PY20 ;Tran 
sduction Laboratories ttcfcO i$A) £-££f U >^£f «r± 
S^tK (pH7. 4) £ 5 0 /z 1 in*T» 4tT 1 l&^gL&fgfc^fT oTc. 
-/U-h&yt&LfzW:. 7*Dy + >^^3 0 0 /i 1 ^inL^jgT2B#r B m^L 
T-?Uy fz, l!BOiWaiS^i» L 4 tTl Sfeil 

L7c. ftKDRia& (U->* >7)V-Xti:& K)MX) Z^imfflKfcZ 

a. 2t>\zm&&, ^ttisy-vmmLfztnv-yrXi gtfift (7-?^a# 
£0$fA) i i$ME£;*-&fc. ^;p*+2/^— tfffl«fiai» (ft 

SJ^f?ih^$:^JnL^^±ftTT<^n7 p l/-hU-^'-(Ccl:0 4 5 0 n 

nKDWiftmzmfeLtz. m^mu^-rvEGF^mtQbrzm^^^tm^i o 
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0 %<DKD R U >mt%ft, mWRZfVE G F *m^T^m*i§ i %<D*&%&* 
0%OKD R U >Kffitti LT#£;c;KZ)KDR U >mt%&&J&®fzo 

511$^^, $^t>Sf<9KDRU >$Hfc5 0%&&Mg (ICso) £gfctiL 
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A3 7 5 th^7/-7lS§ (rafeA^P^#ctDA#) 2x101^ 
;pft-X7< h' (Fa 1 c onl) ±\zmmL, 3 7VT*i&mLfco 5 &fffl'&, 
1 0 ^M. 1 /zM^&S^K^iDU ^e»{34 8P#r B 1^*^^L 
7c. fflmzmfefe. UT~ if (2 0 O^g/ml ) 0 /zg/m 

itLfzffl®mZ®$nz>m&lZ\± (2 +). l 0 ^MT^.^fkL^tt^i6b 
nsij^dtt (+) iL7to £7c. 1 0 wMT^^^CLfcM^^^tlTi^ 
if^Kte (-) tLtzo 
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istz.&^-mi&B ommfcm zitbtztz <D#m&(D x s @ (ommwrn z c x . 
&mt&v>}&$-m<Dmmfom&TxtL. mmmmwrnm (tgir) = d- 

Tx/Cx) X 1 0 OZJjil&fz. 
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R4 

*;i>s, Cm7ju34=->s, c»7;u^-;u*. c M 7;u^-;i/S, -has, £ 

£te7S/S£^U :©C M 7K;H, C M 7;p3+5/aS, C™T)Vr-)\,& 

*5«krxc M 7^+-;pstt. Any>*^. 7K&s, c w 7;m**>*, c,,7;u 
■en, Cm7;u*;p* (e:©c w 7;wpa6tt*»**fcttCw7;ni*'>»fcj;. 

Ot**ftT^tt)J:W tJ:0««SnT^Tt>J:V>), SR IJ R IJ N-C (= 
O) -O- (R"i5«fcrXR"tt, R-ifctt«:?T^TfeJ:<, ^ttK^&H 

Cm7;u+;ps (^©7;wu»i****fcttc w 7^n4 i s/*K:«t 

ttTHTfeJ:VO SfctegR"- (S) m- (R"fJ, C,,7;i/*;US 

§txCg£SlU mttOS&ttl SrSTf) fed: DSfcSftTHTfcJ: < , 
R J te. 7jc*]grP£3cU 

R\ R\ R'fc.fctfR'fcL H-£fcttg7&:oT^TfcJ:<, 7KSIICT, A □•ir 

>m?. c„7)i*)vm. Cw7;u3*'>ai, Cm7;mp;i/^s, - Hps, * 

Jfctt7 5/S£3EU <&U R\ R\ R'fc.fctfR^TJ^TkSM^^rcittt 



R6 r9 r10 




(I) 
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*&ttc w 7;u*;u;&;p#=;u*fc»u c M 7;wi/**jtttc w 7;u*;u* ;u 
#=;u«o7;u*;ua»tt, /\uif>m?. c w 7;m**>ak 75 y» (75 

yS«CM7;i/n + v'S{zJ:DM^$nTV^T : tct^CM7;WI/Sfz=l;D^ 

R"tt, c,. 4 7;u*;ug, Cm7;u^-;ps, c,,7;u*-jus (c„7;m^ 
s. c w 7;u^n;i/S*5«t^c M 7;^-;usfi, -tn^en. Aoy>Kfit 

teC,,7;i/:n*xS£«fc0ffi&$ttWTfc«fc^), ££teR ,s - (CH.) n- (n 
tt 0 - 4 ©g#£* U R"ttteft££tt*iSft0 3-7 £&*3R5£8S:fctt« 

*^**fcttC M 7^34 i '>Sfc:«k0IIift$nTlrJTt>«fc<. {tiJtf)®fD£ 

2. r\ R^^^R'Wigf^gt, i»^inie«©{b^<». 

3. RWtK^HH^SU R'^ckt>*R ,0 cD^Tn^^^M^7KmiM™ 
5. it (la) 0{k^4*Sfctt-t-n^©3II^Wt« : JgFT#*tt[t>L<ttSli 



R24 R27 R 28 
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fcteSR 3 '- (CH,) p-O- (R 3, te. /\ny>JIf , 7 J<mS, CT^n*^ 
Ch7^3^->^;1/#-;US, 75 (C<S>75/Stf>l2;£:te2<27j<i$§ 

n + vSK^Dfi&SttT^TfcetlrO K«fc9iI8l$ttT^TfcJ:W, IR"R 
"N-C (=0) -O- (R u *cktXR ,, tt, ^-SfcttS^^>T^Tt>«fc<, 7k 
Sflg^f ^fcttC^l/^S (C07;^^S«7jc^SSfe«CH7;Hi + ^S 
C«t0etft*nT^Tt)«fcVO JtttSR"- (S) m- (R ,4 tt. c. 

R M , R'\ R"&J;tfR»te, H-£fctt£fco WTt>J:< . tK*J0R^, AO 
y>MT, C,.4 7;U+;i/S, C^^ + yS, Cm7;WU5 1 ^-S, -haS, 
££«75/S£SU {1U R 23 , R J \ R M £J:tfR M &T#7K*JiK^£&-rc: 

#-;us<&7;wuSB#tt. /\ay>sf, c^jm^^s. 7^/1 (75 

>'*ttCM7;U3 + ^SKJ;0«*^nTV»T , bJ;^C 1 .47;P4 i ;i/SfcJ:0«ft 

its (c ck o g& $ nx it* t ct < , 

R"«, c,..7;i/*;i/S. c»7)V*r—)),&, c^m^us (c«7W 
S, c M 7;i/^r-;i/S*«fctxc M 7;P4 t -;pstt. -g-tt^ti, /\oy>ffj^ 

ttC,,7^3*ySl:«kDli$nTUTt)J;^) ££{iR 3J - (CH,) q- (q 
tt 0 ~ 4 ©it^L, R 3! te&*0£;fcte^gSfn© 6 AftXSIt££&fcf3tt*a 

SfcttC w 7;i/34 1 ^S»3j:0Bjft$tlT'viT i b«J;<, MOffifoSfctt^ 
T) 
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*r 31 - (ch,) p-o-^-r. 5 tcis©©^^ 

8. R M , R ! \ R"&£TSR»<D>}>t£<thl^i)V\uy>W,T1tm.-t. if:* 

m 5 \zmm<Dit£®} 0 

9. R J \ R 3 \ R J5 feJ;^R M <75/>7S:<<!:fel0^^^^^^7>y^^ 

10. R» R J \ R^MR^CD^UKthl-D^CTJ^Jim^mr, 

11. R\ R"&£ZtR»<Do-£>2-Dtf*^jm$:i$kL. 

12. R» R 3 \ R H £«fctfR M ©4>fc<£t> hnm, C 

13. R'\ R^i^R'WW^gL, R"*V\Dy>M^, Cm7^ 
+;i/S. Cm7;Io*^S, Ihnl, ££te75 /S^l", ft *® 5 ICfBigt 

14. R"*5ci;^R H 0TO^7K*^^^-r, m*iM5\ztm<Dit£%}. 

1 5. R^i^R^^rn^sfctt^^TK^MT^ws^g-r, 

16. X^CHSfcttN^SU, 
R". R ls &£ZSR }> tf7mijji?ZmL. 

R u rf/\n¥>m^, Cm7;WPS, CnTJ^ + yS, Ztzit-humzgt 
U 

R lXR M ^7K^^&g L . 

r"#, Cu7;u+;i/S, c»7)uir=L)vm. c»7)V*-)Wt (Cm7;u*;p 

ttC w 7;U3 + ->SCJ:0IBSI$nTVJTt>J;Vi) (CH,) q-R" (q 
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17. X#CH*fcttNfc*U 
R ,, *5«k^R ,, *^ltiftCw7;Hl + *>«*aL, 
R", R"fc«l:tfR H #**flCM*U 

r ct # r"© v>rna» £ £ ^^tk^isbwv ©s & m l . 

r 1 '^. c^wus. c,47;i/^=;i/S, c 2 . 4 7;m^;us cc m 7jp+;p 
S. c M 7;^-;uai*J;^c M 7;u*-;i/Sfi. ^ti^n, wfym^Zfz 
«CM7;m+vSfciogm$nx^T ! bcj:^) (ch,) q-r J! (q 

1 8. X!i«CHSfcttN^l/. 
R 2, *5J;^R J2 ^#^Cm7;I/ZI + ->S^^L. 
R'\ R^cfctfR'WrtSSIiC^fcSU 

RWNoy^gf, Cm7;I/+;us, Cm7;i/=i+->S, £fcfcU:Sng£« 

U 

R U 
R J, ^7jc^0™^©a^g U 

R 2 >\ c.,7J^;H. Cw7;p^r-;uai. c M 7;u+n;ps (c.7;wu 
8, c l ..7;u^-;u**ctr;c l 47;i/4 i ^S«, ^n^n. An^nPF**: 

ttCw7;U3*->aifcJ:D«»*nT^TfeJ:VO (CH,) q-R" (q 

fi0£fcttl©6»£*U R"ttAPy>JR ; F. Cm7;U+;I/S^Ac«C,. 4 7JU 

*£&-f) 5 lcIB*©fc£tt. 

19. XKHS&ttNSSU 
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- (CH=) p-O-^U 

R 2J > R 2S &£ZtR i6 tf7mi%TZ%L, 

R u tiv\u>f>m=F, c^yji^jim. c„7;m*->s, ^fc^hos^i 

U 

r w 3&«. c M 7;wn. c 3 . 6 7;u^n;ua, c M 7;u*^;i/g (c w j;u+;i/ 
& c M 7Juer-;i/S*«fctfc M 7Ju^-;u3itt, ^n^n, Aay^isH^fc 

ttC M 7;U3 + ->*K:«tt)ltlft3nT^Tfe«tl'0 Sfcfi- (CH,) q-R 3: (q 

teosfcfii ©iii^ii, R 3! «ADy>j^T, CM7;wussfcfiCM7;p 

2 0. R"^I»C w 7^3 + ->iS$l/, R"^*R 31 - (CH:) p-0 

- if *g 1 9 CfBicOfb^. 

2 1. R 3 '^ 7Ki?S> 75 /S (d(D75/*Wl *fett2 0**« J Ftt, 

•tn-en. 7KK«t«toiisi$nT^Tt>«fc^CM7;i/+;i/St«j;»9*«i$nT 

lr>Tfc«fcVO. SfcttSR"- (S) m- (R ,4 &, Cw7;P*;i/SfC«i:»3BSId 

*^^ttCM7;i/+;u*f3«fco^^nT^Tt>«t^g^m^cfc^^w 

U mU0T»5) ^L. p#l ~4 <om®L*frt. mm 1 9 2 0 

2 2. p*tlT*5, IS^JKl 9~2 1 ©^-fn^-^tC|B®W{k^#j 0 
2 3. R'W, SR"- (S) m- (iITR"H C^M^gfCfc 0fi 
tlT^T & «fc H 1 £7cte 2 fiOSM?«^tr7ttlO0[) 6 £H 

m«ot*^) &arr. «if*«i 9-2 i©^rn^-gifciB*o^tt. 

2 4. R 3, 7&*. SR"- (S) m- (dt'R"tt. C,.,7;U+;PSt J; QW. 
L, mtt0T*5) p^ll'^, IS^l 9-2 1 m*?tlft-lM\Z 
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2 5. R'^&SflT^T&J:^ Ux;l/T&58&3j&g2 3£fcW:2 4 fC 
2 6. xa*CH$fcttN££U 

R <fc R a O ^ rn*> -2f C 7 Jl/ 3 * S'S L . *<g R " 

- (CH:) p-O-^L, 
R". R !5 ££tfR : '^7j<SIi!^£^U 

R M ^Apy>^, Cw7;u+;us. c,.,7;^+->s, £fctt-hn££& 
u 

R"^«fc^R M <D^-rn^^fcttM^^7Kmm™^©s$gu, 
r"#, Cm7;wus, c«7;uy=;ps, c M 7;u+=;u» (c,..7;u*;u 
s, c M 7;u^r-;PS*j;^CM7;u*-;pstt. -en-en. Any>jR^*>t 

ttC,.47;m^->SfC<fcOSIfe$nT^Tt)ck^i) (CH«) q-R" (q 
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